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WHAT IS CLAIMED IS: 

1. \ A method for inhibiting P-amyloid peptide release and/or its 
synthesis in\ cell which method comprises administering to such a cell an 
amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release atod/or synthesis of P-amyloid peptide wherein said compounds 
are represented by ^formula I: 




I 



wherein R 1 is selected from the groupVonsisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; \ 

W, together with -C(H) P C(=X)-, forms a cyclbalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cytloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each olf such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxy 1, halo, alkoxy, substituted alkoxy, tnioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkvl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amuio, N- 
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^lkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
rtamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS0 2 R\ -C(0)NH 2 , 
-Ck))NHR 4 , -C(0)NR 4 R 4 , -S(0)R\ -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X fis selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxy! V-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 
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wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and lieterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acvl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, o\ X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 
n is an integer equal to 0, 1 or 2; 
p is an integer equal to 0 or 1 such that wheh p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon\tom of ring attachment to Y 



% • 
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and\when p is one, the ring is saturated at the carbon atom of ring attachment 
to y\ 

with, the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/? i\l, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol groW 

B. when R»\s phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, /i is 1, and/7 is 
1, then W, togetheKwith >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group;\ 

C. when R 1 is pheW Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and Vc=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabultyrolactone group; 

D. when R 1 is phenyl, Z\is -CH 2 C(OK m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopropk R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with arid >C=X, does not form an N- 
methylcaprolactam group; Vl 

F. when R 1 is 4-chlorobenzoylV:H 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then W, togetherWith >CH and >C=X, does not 
form an 2,3-dmydro-l-methyl-5-phenyl-lH^l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is\-CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CHVnd >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one\ 

H. when R 1 is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 

2,3-dmydro-l-(r-butylC(O)CH 2 0-5-(2-pyridyl)-lH-lYbenzodiazepin-2-one; 

I. when R' is 4-ethoxyphenyl, 2,4,6-trimethyiphenyl, 4-phenylphenyI, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenVl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, /As 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, does not fornA 2,3-dihydro-l-(iV;^- 
diemylammo-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-beiizodiazepinV2-one; 
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J. \ when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is l\ and p is 1, then W, together with >CH and >C=X, does not 

form a 2,3-dtoydro-l-(MAMiethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin\2-one, 

K. wheta m is 1 and n is 1, then 



— C(H) 




does not equal cycloalkyl of \om 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

2. A method for preventing the onset of AD in a human patient at risk 
for developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising a pharmaceutical^ inert carrier and an 
effective amount of a compound or a mixture of compounds of formula I: 



R 



i^ Z "}^ NH 

m 




C(H) 
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/herein R l is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloaUcyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyA substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, tdcether with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of saidWcloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl Wd heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of Hydroxy 1, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy Wtro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substitaMalkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialKpSmino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstiMted alkylamino, -NHC(0)R\ -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -S(0)R\ -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; \ 

X is selected from the grouA consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH0 and hydro (H,H); 

Y is represented by the formula: 



25 



30 
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wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z k represented by the formula -T-CX'X"C(0)- where T is selected from 
the grouAconsisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -Nowhere R s is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hyWogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; \ 

m is an integek equal to 0 or 1; 
n is an integer dqual to 0, 1 or 2; 

p is an integer eqW to 0 or 1 such that when/7 is zero, the ring defined by 
W and -C(H) P C(=X)- ikunsaturated at the carbon atom of ring attachment to Y 
and when/7 is one, the ringis saturated at the carbon atom of ring attachment 
to Y, 

with the following proj 

A. when R 1 is 3,5-diiJuoVoWnyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/7 is 1, then W, togetherVith >CH and >C=X, does not form a 2- 
(S)-indanol group; \ 

B. when R> is phenyl, R 2 is -Ch\ Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >d=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; \ 

C. when R« is phenyl, Z is -CH 2 C(0)\ m is 1, n is 0, and/7 is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone groupA 

D. when R' is phenyl, Z is -CH 2 C(0)-, nk 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not fornA e-caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z)s -CH 2 C(0)-, m is 1, n is 1, 
and p is 1 , then W, together with > CH and > C does not form an N- 
methylcaprolactam group; \ 
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F. When R 1 is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, kid /; is 1, then W, together with >CH and >C=X, does not 
form an 2,3KUhydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. wheV R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, /i 
is 1, and/7 is 1, \hen W, together with >-CH and >C=X, does not form an 7- 
methyl-5J^mydro-6H-dibenz[b,d]azepin-6-one; 

H. when r\is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/7 is 1, thenW, together with >CH and >C=X, does not form an 
2,3Kiihydro-H^utyl(W 

I. when R 1 is 4Wioxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCHU>henyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 \s -CH 3 , Z is -CH 2 C(0)-, m \s\,n is 1, and p is 1, 
then W, together with >CH\nd >C=X, does not form a 2,3-dihydro-l-WiV- 
diemylaniino-CH.CH 2 ^ 

J. when R 1 is 2,6-diflu|^henyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and/7 is 1, then W/ together with >CH and >C=X, does not 

form a 2,3-dmydro-l-(A^Mdiemylan^ino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one , 

K. when m is 1 and n is 1, 
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does not equal cycloalkyl of from 3 to 8 carbon atom\ optionally substituted 
with 1 to 3 alkyl groups. 
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3. \ A method for treating a human patient with AD in order to inhibit 
further deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutical^ inert carrier and an effective amount of a compound or a 
mixture of compounds of formula I: 



O. 
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wherein R 1 is selected fnbnMie group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionallyNfused to form a bi- or multi-fused 
ring system (preferably no more than 5 fuseoVrings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboWl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted\alkynyl, amino, N- 
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altolamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkyiamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS0 2 R\ -C(0)NH 2 , 
-C(OWHR\ -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where eteh R 4 is independently selected from the group consisting of alkyl, 
substituted alky 1, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-h\-OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 




O 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, aUsyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, \ 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; \ 
m is an integer equal to 0 or 1; \ 
n is an integer equal to 0, 1 or 2; \ 

p is an integer equal to 0 or 1 such that when p is\zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atomW ring attachment to Y 
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id when /? is one, the ring is saturated at the carbon atom of ring attachment 
to 

uth the following provisos: 

A. \when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n 
is 1, and \ is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R l is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and /? is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 



1 cyclohex-l-yl group; 



- > 10 C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, /i is 0, and p is 1, then W, 



together with >CH and >C=X, does not form a gammabutyrolactone group 



E '' i 

U| or a 5,5-dimethyl-gammabutyrolactone group; 



D. when R 1 is phenyK Z is -CH 2 C(0)-, m is 1, n is 0, and /> is 1, then W, 
together with >CH and >G=X, does not form a ecaprolactam group; 



•M, 15 E. when R 1 is cyclopfopyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 

and p is 1, then W, together with\>CH and >C=X, does not form an N- 



methylcaprolactam group; 

F. when R» is 4-chlorobenkbyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, /i is 1 , and p is 1, then W, together with >CH and >C=X, does not 

20 form an 2,3-dihydro-l-methyl-5-phenyI-lH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6Vone; 

H. when R l is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
25 is 1, and p is 1, then W, together with >CH^and >C=X, does not form an 

2,3Klmydro-lK/-butylC(0)CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluordphenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(oV, m is 1, n is 1, and p is 1, 

30 then W, together with >CH and >C=X, does not form a 2,3-dmydro-l-(W,W- 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)- 1H- 1 ,4-benzodia±epin-2-one; 
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J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is lA/i is 1, and p is 1, then W, together with >CH and >C=X, does not 
form ^23-dihydro-l-(Ar,iV^ 
benzodi^zepin-2-one , 

K. \ when m is 1 and n is 1, then 



10 



15 
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does not equal cycloalkyl fif fisgpi 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

4. A method according \o any of Claims 1, 2 or 3 where, in formula I, 
m is zero. 



25 



5. A method according to Claim 4 wherein R l is aryl or heteroaryl. 



30 



6. A method according to Claim\> wherein R 1 is selected from the 
group consisting of 

(a) phenyl, 

(b) a substituted phenyl group of the fonimla: 



35 
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i wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wnbrein R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R b and R^ are independently selected from the group consisting of 
hydrogen, haloXnitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that whert\R c is hydrogen, then R b and R b ' are either both hydrogen or 
both substituents ou\er than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy ,\iryl, and heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroar^l\coyitaiiung 1 to 3 substituents selected from the 
group consisting of alkyl, aljtoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

7. The method according to Claim 5 wherein R 1 is selected from the 
group consisting of mono-, di- and tri-substituted phenyl groups. 



8. The method according to Claim V wherein R 1 is a disubstituted 
25 phenyl selected from the group consisting of 3L5-dichlorophenyl, 3,5- 

difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, >3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-chloro-4-cyanophenyi, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenVL 



30 



9. The method according to Claim 7 wherein R 1 is a monosubstituted 
phenyl selected from the group consisting of 4-azidopnenyl, 4-bromophenyl, 4- 
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cMorophenyl, 4-cyanophenyl, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4- 
(phfenylcarbonyl)-phenyl, and 4-(l-ethoxy)ethylphenyl. 

10\ The method according to Claim 7 wherein R 1 is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichloropnfenyl. 

11. Thk method according to Claim 5 wherein R 1 is selected from 2- 
naphthyl, quinoltn-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, and 
phenyl. \ 

12. A method According to any of Claims 1, 2 or 3 wherein m is one. 

13. A method according to Claim 12 wherein R 1 is selected from the 
group consisting of phenyl/H -haphthyl, 2-naphthyl, 2-chlorophenyl, 2- 
fluorophenyl, 2-bromophenv ^-hydroxyphenyl, 2-nitrophenyl, 2-methylphenyl, 
2-methoxyphenyl, 2-phenox^hfcnyl, 2-trifluoromethylphenyl, 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-iutrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 
4-methoxyphenyl, 4-ethoxyphenyl,Vbutoxyphenyl, 4-wo-propylphenyl, 4- 
phenoxyphenyl, 4-trifluoromethylphetiyl, 4-hydroxymethylphenyl, 3- 
methoxyphenyl, 3-hydroxyphenyl, 3-ntfrophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3- 
methylphenyl, 3-trifluoromethylphenyl, 2,Vdichlorophenyl, 2,3-difluorophenyl, 
2,4-dichlorophenyI, 2,5-dimethoxyphenyl, 3\4-dichlorophenyl, 3,4- 
difluorophenyl, 3,4-methylenedioxyphenyl, 3,Vdimethoxyphenyl, 3,5- 
difluorophenyl, 3,5-dichlorophenyl, 3,5-di-(trifTuoromethyI)phenyl, 3,5- 
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluofophenyl, 2,6-difluorophenyl, 

3.4.5- trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4>5-tri-(trifluoromethyl)phenyl, 

2.4.6- trifluorophenyI, 2,4,6-trimethylphenyl, 2,4,6-m-(trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-triflubrophenyl, 2,5-diflu\rophenyl, 2-fluoro-3- 
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luoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlWophenyl, 2,3,4,5, 6-pentafluorophenyl, 2,5-dimethylphenyl, 4- 
phenVlphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2- 
phenylethyl, 3-phenyl-/i-propyl, 4-phenyl-/z-butyl, methyl, ethyl, n-propyl, 
uo-propyl, uo-butyl, sec-butyl, ferf-butyl, n-pentyl, uo-valeryl, /i-hexyl, 
cyclopropyi, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyciopent-2- 
enyl, cyclohWl-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cycIohexyl, 
-CH 2 -cyclopeiWl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 ^yclohfexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls (including 5-fluoropyrid-3-yl), chloropyridyls (including 5- 
chloropyrid-3-yl), thien-2-yl, thien-3-yl, benzothiazol-4-yl, 2-phenylbenzoxazol- 
5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, thionaphthen-3-yl, 
thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yl, 
2-(thiophenyl)thien-5-yl, 6\n^ioxythiohaphthen-2-yl, 3-phenyl-l,2,4- 



thiooxadiazol-5-yl, 2-phenyl 
2-(cyclohexyl)ethyl, (CH 3 ) 2 C 
methyl, 2-(thien-2-yl)ethyl, ; 



sol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
:CHCH 2 CH 2 CH(CH 3 )-, tf>C(0)CH r , thien-2-yl- 
-(tmen-2-yl)-rt-propyl, 2-(4-nitrophenyl)ethyl, 
2-(4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, (2- 
methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyI, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxV)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)ri^ethyl, (l-phenyl)ethyl, (l-(p- 
chloropheny l)ethy 1 , ( 1 -trifluoromethy l)ethy l\(4-methoxypheny l)ethy 1 , 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxycarbonyl)-/2-pentyl, 3- 
(methoxycarbonyl)-/i-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CHr, (4-chlorophenyl)C(0)CH 2 -, 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, 1-phenyl-n-butyl, (0) 2 CHNHC(O)CH 2 CH r , (CH 3 ) 2 NC(0)CH 2 -, 
(<« 2 CHNHC(0)CH 2 CH 2 -, methylcarbonylmethyl, (2,< 
dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH 2 V phenyl-C(0)CH 2 -, 
CH 3 C(0)N(<£)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 
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4rfluorophenyl-C(0)CH 2 -, diphenylmethyl, phenoxymethyl, 3,4- 
m^hylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 -, 
tazr&styryl, H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
<£C(o\nHCH(<£)CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -<*>- 
NHC(QJCH 2 CH 2 -, <£C(O)CH(0)CH 2 -, (CH 3 ) 2 CHC(0)NHCH(tf>)-, 
CH 3 CH 2 OCH 2 -, CH 3 OC(0)CH(CH 3 )(CH 2 ) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluorWethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl 
<£S0 2 CH 2 -, 3-cyclohexyl-n-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

14. A method according to any of Claims 1, 2 or 3 where n is one or 
two, and each R\is independently selected from the group consisting of alky I, 
substituted alkyl, aikenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15. The methods according to Claim 14 wherein R 2 is selected from the 
group consisting of methVl, ethyl, /i-propyl, /jo-propyl, /i-butyl, wo-butyl, 
jec-butyl, re/T-butyl, -CH 2 &k(CH 2 CH 3 ) 2 , 2-methyl-n-butyl, 6-fluoro-/i-hexyl, 
phenyl, benzyl, cyclohexyircfeopentyl, cycloheptyl, allyl, «o-but-2-enyl, 
3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH,CH 2 -cyclopropyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 -indoP3-yl, />-(phenyl)phenyl, o-fluorophehyl, 
m-fluorophenyl, /7-fluorophenyl, m^nethoxyphenyl, /?-methoxyphenyl, 
phenethyl, benzyl, m-hydroxybenzyl, V-hydroxybenzyl, p-nitrobenzyl, 
m-trifluoromethy lphenyl, /7-(CH 3 ) 2 NCH^CH 2 CH 2 0-benzy 1 , 
p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, />-(HOOC<SH 2 0)-benzyl, 2-aminopyrid-6-yl, 
p-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 C& 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yH. -CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yK -CH 2 -C(0)0-f-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclofeentyl, cyclohex-2-enyl, 
-CHfCHCCH^JCOOCH-,, -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 aCH 3 )=CH 2 , 
-CH 2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OHk:H 3 , -CH(0-M>utyl)CH 3 
-CH 2 OCH 3 , -(CH^NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl\pyridyl, 
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[ 2 -naphthyl, -CH 2 -(N-morpholino), /7-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benk>[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahVdrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yI, 5- 
chlorobbnzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 \cH 3 , thien-2-yl, thien-3-yl, and the like. 



10 



16. A\method according to any of Claims 1, 2 or 3 wherein the cyclic 
groups defined^by W and -C(H) p C(=X)- is selected from the group consisting 
of lactones, lactafeps, thiolactones, thiolactams, heterocyclic and cycloalkyl 
groups. 



15 



20 



17. The method according to Claim 16 wherein the cyclic group defined 
by W and -C(H) P C(=X)V forms a lactam or thiolactam ring of the formula: 



25 



or 

30 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z)qR 2 r and -ZR 21 - 
whereV is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , teach R 20 is independently selected from the group consisting of alkyl, 
alkenyl, aUcynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from l\to 3. 

18. The method^according to Claim 17 wherein the lactam ring is 
selected from the group consisting of 
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jerein A-B is selected from the group consisting of alkylene, alkenylene, 
stituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur: each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloW, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the groun consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyk carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substitutedNalkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, ary^i, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; / is an intege\from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 

19. The method ac<jfor&ng to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) P C(=^X)- is a ring of the formula: 



— C(H) 
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— C(H) 




wherein /? is zero or ohe, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is mdependekt# selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyljcteloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroarvl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, anv unsaturation in the alkenylene and 
substituted alkenylene does not involve\participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted allcynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyand, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. \ 



21. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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T 

C ( H ) P NR20 
CH 2 



10 



15 



20 



wherein p is zero onpne, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituenrv selected from the group consisting of -O-, -S- and 



> NR 20 , each R 20 is indej 
alkenyl, alkynyl, cycloall 




iently selected from the group consisting of alkyl, 
cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkyleneXalkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25 22. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H) P C(=X)-, forms a ring of the formula: 



30 



35 



— C(H) t 



-O 



40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Zis a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alKynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alWnyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substWed alkylene, alkenylene and substituted alkenylene with the 
proviso that wheh Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylW does not involve participation of the -O- or -S-, and q is 
an integer of from l\to 3. 



23. The method ^according to Claim 22 wherein the compound of 
formula I is selected fronrvtlfe group consisting of 





wherein each V is independently selected from thevgroup consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alky nyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nito, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
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from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
aminV carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4;\and w is an integer from 0 to 3. 

24. \ The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



■C(H) 




wherein p is zero or one, T fe selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2l Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenVl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -6- or -S-, any unsatuWtion in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



- 766 - 



0 

m 



: 3 



ill 



e ! 



10 



15 



20 



25 



— C(H) 




wherein p is zero or We, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2I - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 



> NR 20 , each R 20 is i 
alkenyl, alkynyl, cycloalkyl, 



(ntly selected from the group consisting of alkyl, 
rcloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heferfoaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, aUcenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, Viy unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



26. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms \ ring of the formula: 



30 



35 



40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
where Nz is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 \each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that wheto Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from l\o 3. 

27. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H>iC(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alketnylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group (consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the, alkenylene and 




— C(H) 
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O 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

28. \ The method according to Claim 27 wherein the compound of 
formula I is selected from the group consisting of: 



P 

in 
ru 

m 
w 
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(R a ) 



w 




20 



25 29. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H)„C(=X)-, forms a ring of the formula: 



% 
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— C(H) 




wherein p is zero or 01A T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2 i- and -ZR 21 - 
where Z is a substituent selfeted from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyi, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaiyl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, aAy unsaturation in the alkenylene and 
substituted alkenylene does not involves^participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

30. The method according to Claim \6 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a \ing of the formula: 



— C(H) 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
whereNz is a substituent selected from the group consisting of -O-, -S- and 
> NR^Aeach R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that wnfen Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from \ to 3. 

31. The method, according to Claim 16 wherein the cyclic group defined 
by W, together with -C(^) p C(=X)-, forms a ring of the formula: 



20 1 



—C(H\ 



25 



CH 

iR20R20 
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wherein p is zero or one, T is selected from the\group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenVlene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, eafch R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
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proViso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

32. & pharmaceutical composition comprising a pharmaceutical^ inert 
carrier and a feharmaceutically effective amount of a compound of formula I: 




W 



Ri ^C^ NT- NH 



C(H) E 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, fbrms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally rased to form a bi- or multi-fused 
ring system (preferably no more than 5 fusedyrings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, m turn, each of such ring 
structures are optionally substituted with 1 to 4 stibstituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carbpxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N , N-dialky lamino , N-substituted alkylamino, N-alkyl N-substituted 
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(lamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(OJNHR 4 , -C(0)NR 4 R 4 , -S(0)R\ -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
whereWch R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



NH 



35 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formulaVT-CX / X"C(0)- where T is selected from 
the group consisting of a bond covalenfly linking R l to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl\ alkyl, aryl or heteroaryl group; 
X' is hydrogen, hydroxy or fluoro, \^ 

X" is hydrogen, hydroxy or fluoro, or 2£' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 

n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that wheii\/> is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon\atom of ring attachment 
to Y, 

with the following provisos: 
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A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n 
is 1, and pis 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indafool group; 

B. when R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and /? is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex- 1 -y lWoup ; 

C. when RJ is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >OH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyI-gammabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cVclopropyl, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; \ 

F. when R l is 4-chlo^benzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then /wl together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-Rhenyl-lH-l,4-benzodiazepin-2-one; 

G. when R l is 2-phenylphtoyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R 1 is CH 3 OC(0)CH 2 -\r 2 is -CH 3 , Z is -CH 2 C(0)-, misl 9 n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 
2,3-dihydro-l-^butylC(0)CH^ 

L when R l is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluQromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH^C(O)-, m is 1, n is 1, and/? is 1, 
then W, together with >CH and >C=X, does\not form a 2,3-dihydro-l-W^- 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-bemodiazepin-2-one; 

- J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
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f(W a 2,3^ihydro-l-(iV;iV^ 
benzodiazepin-2-one , 

K\ when m is 1 and n is 1, then 



W 



— C(H) t 



C 
X 




does not equal cycloalkyl of ^ppi 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyi groups. 

33. The pharmaceutical composition according to Claim 32 where, in 
formula I, m is zero. 



34. The pharmaceutical composition according to Claim 33 wherein R 1 
is aryl or heteroaryl. 



35. The pharmaceutical composition according to Claim 34 wherein R 1 
is selected from the group consisting of \ 
(a) phenyl, \ 



(b)\ a substituted phenyl group of the formula: 




wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cymo, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R b and R c ate fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3We heteroatoms independently selected from the 
group consisting of oxygenjMtrogen and sulfur 

R b and R b ' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, tmialomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogeift then R b and R b are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, \ 

(d) 2-naphthyI substituted at theU, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and \ 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryioxy, cyano, halo, nitro/ heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. \ 
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36. \ The pharmaceutical composition according to Claim 32 wherein R l 
is selecteayfrom the group consisting of mono-, di- and tri-substituted phenyl 
groups. 

37. TheNpharmaceutical composition according to Claim 36 wherein R 1 
is a disubstituted phenyl selected from the group consisting of 3,5- 
dichlorophenyl, 3,^ifluorophenyl, 3,5-di(trifluoromethyI)-phenyl, 3,4- 
dichlorophenyl, 3,4-difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3- 
chloro-4-cyanophenyl, 3-chloro-4-iodophenyl, and 3,4-methylenedioxyphenyI. 

38. The pharmaceutical composition according to Claim 36 wherein R 1 
is a monosubstituted phenyl selected from the group consisting of 
4-azidophenyl, 4-bromophenyl\ 4-chlorophenyl, 4-cyandphenyl, 4-ethyIphenyl, 
4-fluorophenyl, 4-iodophenyl, 4^phenylcarbonyl)-phenyl, and 4-(l- 
ethoxy)ethylphenyl. 

39. The pharmaceutical composition according to Claim 36 wherein R 1 
is a trisubstituted phenyl selected from\the group consisting of 3,4,5- 
trifluorophenyl and 3,4,5-trichlorophenyl. 

40. The pharmaceutical composition according to Claim 32 wherein R 1 
is selected from 2-naphthyl, quinolin-3-yl, 2\methy lquinolin-6-y 1 , benzothiazol- 
6-yl, 5-indolyl, and phenyl. 

41. The pharmaceutical composition according to any of Claim 32 
wherein m is one. 

42. The pharmaceutical composition according to Claim 41 wherein R 1 
is selected from the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-h4droxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 
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Atrifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-nitrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-etho*yphenyl, 4-butoxyphenyl, 4-* so-propylphenyl, 4-phenoxyphenyl, 
4-trifluoi«methylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl, 
3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromopheim, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyI, 

3- trifluoromethyk)henyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2^-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxyraenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,^i-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trime&oxyphenyU 3,4,5-tri-(trifluoromethyl)phenyl, 
2,4,6-trifluorophenyl, 2,4,6-trtmethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-t™Qporomethylphenyl, 2-fluoro-4- 
trifluoromethylphenyl, 4-benzyloxyplWyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 

4- phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 
2-phenylethyl, 3-phenyl-n-propyl, 4-phenyl-n^butyl, methyl, ethyl, n-propyl, 
/^-propyl, ta?-butyl, sec-butyl, /e/T-butyl, /i-pentyl, tw-valeryl, n-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl\cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyelobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yL pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, thicmaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yk 3-methylisoxazol-5- 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-Rhenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-ttetraol-5-yI, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH(CH 3 )-, 0C(O)OH r , thien-2-yl- 
methyl, 2-(thien-2-yl)ethyI, 3-(thien-2-yl)-n-propyl, 2-(4-nitrophefiyl)ethyl, 
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2- U-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl,. (3-hydroxyphenyl)methyl, 
(4-hyatoxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluoraphenyl)methyl, (4-fiuorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chloropnenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)ChV, benzylthiomethyl, 5-(methoxycarbonyl)-/i-pentyl, 

3- (methoxycarbotoyl)-n-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CH-, (4-chlorophenyl)C(0)CH 2 -, 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, l-phenyJ-/i-butyl, (40 2 CHNHC(O)CH 2 CH 2 -, (CH 3 ) 2 NC(0)CH 2 -, 
(0) 2 CHNHC(O)CH 2 CH 2 \ methylcarbony lmethyl , 

(2,4-dimethylphenyl)C(0)GH r , 4-methoxyphenyl-C(0)CH 2 -, phenyl-C(0)CH 2 -, 
CH 3 C(0)N(<*>)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 

4- fluorophenyl-C(0)CH 2 -, diphemdmethyl, phenoxymethyl, 
3,4-methylenedioxyphenyl-CH 2 -j(binzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
, fra/ts-styryl, H 2 NC(0)CH 2 CH 2 /,M-trifluoromethylphenyl-C(0)CH 2 , 
<£C(0)NHCH(</>)CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -<£- 
NHC(0)CH 2 CH 2 -, 0C(O)CH(<«CH 2 -\(CH 3 ) 2 CHC(O)NHCH(</.)-, 
CH 3 CH 2 OCH 2 -, CH 3 OC(0)CH(CH 3 )(ck) 3 -, 2,2,2-trifluoroethyl, 

1 -(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
tf>S0 2 CH 2 -, 3-cyclohexyl-n-propyl, CF 3 CHjCH 2 CH 2 - and N-pyrrolidinyl. 



43. The pharmaceutical composition according to Claim 32 where n is 
one or two, and each R 2 is independently selected from the group consisting of 
alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl\heteroaryl and heterocyclic. 



44. The pharmaceutical composition according to Claim 43 wherein R 2 
is selected from the group consisting of methyl, ethyk n-propyl, wo-propyl, 
/i-butyl, wo-butyl, sec-butyl, te/T-butyl, -CH 2 CH(CH 2 qH 3 ) 2 , 2-methyl-n-butyl, 
6-fluoro-n-hexyl, phenyl, benzyl, cyclohexyl, cyclopentVl, cycloheptyl, allyl, 



• 
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wdrbut-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 
cyclapropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, /?-(phenyl)phenyI, 
o-fluorophenyl, m-fluorophenyl, p-fluorophenyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxy benzyl, p-hydroxy benzyl, p- 
nitrobenzyk m-trifluoromethylphenyl, />-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 
p-(CH 3 ) 3 COG(0)CH 2 0-benzyl, /?-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 
/7-(N-morpholi^o-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydfofuranyl), -CH 2 -thiophen-2-yl, -CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-ylY thiophen-3-yl, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 g;H(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 )JCOOck 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2 , 
-CH 2 CH=CHCH 3 (cis arid trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-r-butyl)CH 3 , 
-CH 2 OCH 3 , -(CH^NH-Bot, -(CH^NHj, -CH 2 -pyridyl, pyridyl, 
-CH 2 -naphthyl, -CH 2 -(N-morthoilno), p-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5^hlorcfc^o[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[>]thiophen-2-^Npenzo[b]thiophen^ 5- 
chlorobenzo[b]thiophen-3-yl, benzoTb]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yh and the like. 

45. The pharmaceutical composition according to Claim 32 wherein the 
cyclic groups defined by W and -C(H) P C(*?X)- is selected from the group 
consisting of lactones, lactams, thiolactones,\thiolactams, heterocyclic and 
cycloalkyl groups. \ 



46. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W and -C(H) p C(=X)-, fortns a lactam or thiolactam 
ring of the formula: \ 



10 
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15 



20 



25 



or 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
30 substituted alkylene, alkenylene, substituted alkenylene, -(R^Z),^- and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenylA substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
35 alkylene, substituted alkylene, alkenylene ana substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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47\ The method according to Claim 46 wherein the lactam ring is 
selected from the group consisting of 





wherein A-B is selected from the groua consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 

20 acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, nalo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethylWd the like; R a is selected 
from the group consisting of alkyl, substituted alkVl, alkoxy, substituted alkoxy, 

25 amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloaUeyl, and substituted 

30 cycloalkyl; / is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. \ 




m 

f'ij 

in 



y 



10 



15 



20 



25 



30 



35 



- 784 - 

48\ The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)- is a ring of the 
formula: 



or 




— C(H) 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -CR 2l Z)Jt 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted \^kyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



49.\ The pharmaceutical composition according to Claim 48 wherein the 
alcohol or\hiol substituted groups is selected from the group consisting of 

(V) t 






OH 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkbxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyanoi halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, ano\the like; / is an integer from 
0 to 4; and w is an integer from 0 to 3. 



SOX The pharmaceutical composition according to Claim 45 wherein the 
cyclic grdup defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 



CH- 



NR20 



wherein p is zero or one, T is\selected from the group consisting of alkylene, 
substituted alkylene, alkenylene^sabstituted alkenylene, -(R 21 Z) q R 2r and -ZR 21 - 
where Z is a substituent selectep from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl am heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene^ and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unSaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



51. The pharmaceutical composition accokiing to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: \ 
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wherein p is zero or one\ T is selected from the group consisting of alkylene, 
substituted alkylene, alkenVlene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selelked-from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is indepeitfefctly selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycsloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 

52. The pharmaceutical composition according to Claim 51 wherein the 
compound of formula I is selected from the group consisting of 
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(R a )w 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, c&rboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioaKkojcy, trihalomethyl and the like; R a is selected 
from the group consisting omlkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from \) to 3. 



53. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: \ 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 

tituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
whereV is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 ,\ach R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alWnyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that wheik Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylehe does not involve participation of the -O- or -S-, and q is 
an integer of from 1 10 3. 

54. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by w\together with -C(H) p C(=X)-, forms a ring of the 
formula: 



— C(H), 



C 

II 

s 



wherein p is zero or one, T is selected from the. group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independentiy 
alkylene, substituted alkylene, alkenylene and substituted\lkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 



substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an intejger of from 1 to 3. 



55. \ The pharmaceutical composition according to Claim 45 wherein the 
cyclic grou^defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 




wherein p is zero or one, T[isJ\selected from the group consisting of alkylene, 
substituted alkylene, alkenylene\ substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylente and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any urifeaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



56. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: \ 



C(H) f 



C 

II 

o 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituenfc selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, hMeroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylenk alkenylene and substituted alkenylene with the 
proviso that when Z is -O- orYS-, any unsaturation in the alkenylene and 
substituted alkenylene does not \nvolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

57. The pharmaceutical coiriposition according to Claim 56 wherein the 
compound of formula I is selected from the group consisting of: 





(R a )w 



,(V)t 



(V), 
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58. \ The pharmaceutical composition according to Claim 45 wherein the 
cyclic groin) defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 




15 



wherein p is zero or one, T ii%6lected from the group consisting of alkylene, 
substituted alkylene, alkenyWne\ substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 

20 where Z is a substituent selected from the group consisting of -O-, -S- and 

>NR 20 , each R 20 is independently Selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

25 proviso that when Z is -O- or -S-, any urjsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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5% The pharmaceutical composition according to Claim 45 wherein the 
cyclic gtoup defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 




wherein p is zero or one, T is^elected from the group consisting of alkylene, 
substituted alkylene, alkenylene \ubstituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl andVeterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene Vid substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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60. \ The pharmaceutical composition according to Claim 45 wherein the 
cyclic groi^p defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, Substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturaticm in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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A compound of formula I: 



/p Z i-NH^ Y i-C(H) p 

m n v 




I 



wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl Aubstituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; \ 

W, together with -C(H) p Oft#X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloafflmd^ or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more thamS fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with l\to 4 substituents selected from the 
group consisting of hydroxy 1, halo, alkoxy Substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl\ carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alWlamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(o\nHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; \ 
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XXs selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxylV-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



R 2 

I 

CH 



NH 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 



cycloalkyl, aryl, heteroaryl an 
Z is represented by the fo 
the group consisting of a bond rfo^ 



terocyclic; 

a -T-CX'X"C(0)- where T is selected from 
ilently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, Vcyl, alkyl, aryl or heteroaryl group; 
X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro\ or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 

n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that When p is zero, the ring defined by 
W and -C(H) p C( = X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 \ Z is -CH 2 C(0)-, m is 1, n 
is t, and p is 1, then W, together with >CH and ^C = X, does not form a 2- 
(S)-indanol group; 
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BA when R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and/? is 
1, then V, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-Ivyl group; 

C. wh£h R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together withVcH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethw-gammabutyrolactone group; 

D. when R 1 fs phenyl, Z is -CH ; C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CHWd >C=X, does not form a e-caprolactam group; 

E. when R 1 ik cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together .with >CH and >C=X, does not form an N- 
methylcaprolactam group\ 

F. when R 1 is 4-cMorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and /? is 1, thenW, together with >CH and >C = X, does not 
form an 2,3-dihydro-l-methyl^-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenyl^gnyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, togettterfNyith >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]akepin-6-one; 

H. when R 1 is CH 3 OC(0)Ch\, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, /i 
is 1, and p is 1, then W, together with VcH and >C = X, does not form an 

2 , 3-dihydro- 1 -(f-buty lC(0)CH 2 -)-5-(2-pyrldy 1)- 1H- 1 ,4-benzodiazepin-2-one; 

I. when R l is 4-ethoxyphenyl, 2,4^6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH^C(O)-, m is 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, doesVot form a 2 , 3-dihydro- 1-(N, N- 
diethy lamino-CH 2 CH 2 -)-5-(2-py ridy 1)- 1 H- 1 ,4-benWiazepin-2-one ; 

J. when R l is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and pis 1, then W, together with >CH\and >C=X, does not 
form a 2,3-dihydro-l-(Af,Af-die^ 
benzodiazepin-2-one, 

K. when m is 1 and n is 1, then 
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does not equal cycloalkyJ of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

62. The compound according to Claim 61 where, in formula I, m is 



zero. 



63. The compound according to Claim 62 wherein R 1 is aryl or 
heteroaryl. 

64. The compound according t«j Claim 63 wherein R 1 is selected from 
the group consisting of 

(a) phenyl, 

(b) a substituted phenyl group of the formula: 



30 



35 




40 
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wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkQxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of whim from 1 to 3 are heteroatoms independently selected from the 
group consistingyof oxygen, nitrogen and sulfur 

R b and R b are, independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c \s hydrogen, then R b and R b ' are either both hydrogen or 
both substituents other \han hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substifoted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from thk group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl{\and heteroaryl, 

(e) heteroaryl, and 

(0 substituted heteroaryl 'containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, a\yl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that\aid substituents are not ortho to the 
heteroaryl attachment to the -NH groups 

65. The compound according to Clkim 61 wherein R 1 is selected from 
the group consisting of mono-, di- and tri- substituted phenyl groups. 



66. The compound according to Claim ©5 wherein R 1 is a disubstituted 
25 phenyl selected from the group consisting of 3,5-aichlorophenyl, 3,5- 

difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4Michlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3\chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 



30 
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4^azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyI, 
4-fliiorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(l- 
ethoxjQethylphenyl. 

68. \ The compound according to Claim 65 wherein R 1 is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

69. The compound according to Claim 61 wherein R 1 is selected from 
2-naphthyl, quinolinc3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, 
and phenyl. \ 

70. The compounii according to any of Claim 61 wherein m is one. 

71. The compound/ according to Claim 70 wherein R 1 is selected from 
the group consisting of pnenyl,\l-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, zvbromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-mfethoxyphenyl, 2-phenoxyphenyl, 

2- trifluoromethylphenyl, 4-fluorophenVl, 4-chlorophenyI, 4-bromophenyl, 
4-nitrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl, 4-wo-propylphenyl, 4-phenoxyphenyl, 
4-trifluoromethylphenyl, 4-hydroxymethylpnenyl, 3-methoxyphenyl, 

3- hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl, 
3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3Adifluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3>5-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3p-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluoropnfenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluWomethyl)phenyl, 
2,4,6-trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
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2^,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
triflubromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 
4-phenylphenyl, 2-fluoro-3-trifluoromethyIphenyl, adamantyl, benzyl, 
2-phenyletnyl, 3-phenyl-n-propyl, 4-phenyl-/i-butyl, methyl, ethyl, n-propyl, 
wo-propyl, wto-butyl, sec-butyl, terr-butyl, Ai-pentyl, 1'50-valeryl, Ai-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-^nyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -fcH 2 CH 2 -cyc!opropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl,\CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, turan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphme^-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 



yl, 2-(thiophenyl)thien-5-yl, 
thiooxadiazol-5-yl, 2-phenyldx5 



iethoxythionaphthen-2-yI, 3-phenyl-l ,2,4- 
>l-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH3) 2 CH=CHCH 2 CH 2 CH(CH 3 )-, 0C(O)CH 2 - f thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien^2-yl)-/i-propyl, 2-(4-nitrophenyl)ethyl, 

2- (4-methoxyphenyl)ethyl, norboran-iVl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxypnenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxypheny l)methy 1 , (4-methoxypheiWl)methy 1 , (4-methy Ipheny l)methy 1 , 
(4-fluoropheny I)methy 1 , (4-fluorophenoxy)mfethy 1 , (2 ,4-dichlorophenoxy)ethy 1 , 
(4-chlorophenyl)methyl, (2-cMorophenyl)metlwl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyOethjri, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxycarbonyl)-n-pentyl, 

3- (methoxycarbonyl)-/i-propyl, indan-2-yl, (2-metnVlbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CH-, Vchlorophenyl)C(0)CH 2 -, 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, 1-phenyl-n-butyl, (0) 2 CHNHC(O)CH 2 CFJ 2 -, (CH 3 ) 2 NC(0)CH 2 -, 
(0) 2 CHNHC(O)CH 2 CH 2 -, methylcarbonylmethyl, 



(2,4-<WethyIphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH 3 -, phenyl-C(0)CH 2 -, 
CH 3 C(0)N(*)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 
4-fluoropnenyl-C(0)CH 2 -, diphenylmethyl, phenoxymethyl, 
3 ,4-methylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-y 1, (CH 3 ) 3 COC(0)NHCH 2 - 
, rra/z5-styryl\ H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
0C(O)NHCH(Wh 2 -, mesityl, CH 3 CH( = NHOH)CH 2 -, 4-CH 3 -0- 
NHC(0)CH 2 ChV <^)C(O)CH(0)CH 2 -, (CH 3 ) 2 CHC(O)NHCH(0)-, 
CH 3 CH 2 OCH 2 -, Ch 3 OC(0)CH(CH 3 )(CH 2 ) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofiiran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
0SO 2 CH 2 -, 3-cycloheXyl-/i-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

72. The compound according to Claim 61 where n is one or two, and 
each R 2 is independently selected from the group consisting of alkyl, substituted 
alkyl, alkenyl, cycloalkyl, arou<-heteroaryl and heterocyclic. 



73. The compound according to Claim 61 wherein R 2 is selected from 
the group consisting of methyl, ethyl, n-propyl, /j0-propyl, 
/z-butyl, /so-butyl, ^c-butyl, rerr-butyl, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-Ai-butyl, 
6-fluoro-/i-hexyl, phenyl, benzyl, cyc^Iohexyl, cyclopentyl, cycloheptyl, allyl, 
wo-but-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 
cyclopropyl, -CH 2 CH 2 -cyclohexyl, -CH^^indol-3-yl, /?-(phenyl)phenyl, 
0-fluorophenyl, /n-fluorophenyl, />-fluorophenyl, /n-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, /n-hydroxybenzyl, p-hydroxybenzyl, p- 
nitrobenzyl, m-trifluoromethylphenyl, /?-(CI^) 2 NCH 2 CH 2 CH 2 0-benzyl, 
p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, /?-(HOOCCH 2 0)-benzyU 2-aminopyrid-6-yl, 
/?-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yl, ^CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, ^CH 2 -C(0)0-f-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 ) 2 ]COOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2 , 
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-CHoCH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(Or-butyl)CH 3 
-CH 2 G)CH 3 , -(CH 2 ) 4 NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl, pyridyl, 
-CH 2 -iumhthyl, -CH 2 -(N-morpholino), /?-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCh\ thien-2-yl, thien-3-yl, and the like. 



74. The compound according to Claim 61 wherein the cyclic groups 
defined by W and ^C(H) p C(=X)- is selected from the group consisting of 
lactones, lactams, thiplactones, thiolactams, heterocyclic and cycloalkyl groups 



75. The compoi 
defined by W and -C(l 
formula: 



According to Claim 74 wherein the cyclic group 
X=X)-, forms a lactam or thiolactam ring of the 



— C(H) C 




804 - 



or 



\C(H) 




NR20 



wherein p is zero or one, T\is selected from the group consisting of alkylene, 
substituted alkylene, alkenylen£\ substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selectedjfrom the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cyclbalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve\participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



t 

- 807 




wherein A-B is selected from tlra^oiip consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alky l\ alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substitateck alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo\ and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl \ alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaAl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; f ' is an integer from 0 to 3; and w is an 
integer from 0 to 3. \ 

"77. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)- is a ring of thfe formula: 
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25 

wherein /? is zero or one, T is selectedXfrom the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
where Z is a substituent selected from the\group consisting of -O-, -S- and 
30 >NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 

alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

\ 

proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
35 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



40 



78. The compound according to Claim 77 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 



5 



15 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
20 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 

from the group consisting of alkyl, substitutedNalkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. \ 



25 
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79. \ The compound according to Claim 74 wherein the cyclic group 
defined by\iV, together with -C(H) p C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylerie, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independfflMjTselected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cyoloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroarw and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, anV unsaturation in the alkenylene and 
substituted alkenylene does not involve\participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



80. The compound according to Cliim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-,\forms a ring of the formula: 



30 




— C(H) 



-- 811 -- 



13 

sis 



ru 

hi* 



10 



15 



20 



25 



30 



wherein /7 is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where\Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 2 \each R 20 is independently selected from the group consisting of aikyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted aikyl, substituted alkenyl, 
substituted aUcynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from I\to 3. 

81. The compound according to Claim 80 wherein the compound of 
formula I is selected fromuhe group consisting of 





wherein each V is independently selected from the group consisting of hydroxy, 



acyl, acyloxy, aikyl, substituted aikyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
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aryl,WyIoxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkqxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the^group consisting of alkyl, substituted alky I, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 

82. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from\he group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenylAsubstituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene andWbstituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 

83. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalky^yCloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, hpteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -SA any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



84. The compound according td^Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 




— C(H) 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where z\s a substituent selected from the group consisting of -O-, -S- and 
>NR 2C \ each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkWyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alitynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from iVo 3. 

85. The compoimd according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 




— C(H) 
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87. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-\ forms a ring of the formula: 
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wherein p is zero or one. T is selected from the group consisting of alkylene, 



substituted alkylene, alke 
where Z is a substituent se 



, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
m the group consisting of -O-, -S- and 
>NR 20 , each R 20 is indepen^ehtly selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cVcloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkbiylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involvp participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



88. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-\ forms a ring of the formula: 



t 
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— C(H) 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, Nalkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 



alkenyl, alkynyl, cycloal 
substituted alkynyl, aryl, 



cycloalkenyl, substituted alkyl, substituted alkenyl, 
eroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alk>denfi, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or\-S-, any unsaturation in the alkenylene and 
substituted alkenylene does not\}nvolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



89. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2 i- and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 ,>each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from\l to 3. 

90. A compound selected from the group consisting of: 



1 -(N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l)-aminodibenzosuberane 
1-(R)-(N '-(3 ,5-difluori^hei^lacetyl)-L-alaninyl)-amino-2-(S)-indanol 



l-(S)-(N'-(3,5-difluoropl 



fcetyl)-L-alaninyl)-amino-2-(R)-indanol 



1- (N'-(3,5-difluorophenyl£^etyl)-L-alaninyl)-amino-2-indanol 

2- (N'-(3,5-difluorophenylac^tyl)-L-alaninyl)-amino-l-cyclohexanol 

l-(R,S)-(N'-(3,5-difluorophen\lacetyl)-L-alaninyl)-amino-l, 2,3,4- 
tetrahydro-2-naphthol 

l-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminobenz[f]cyclohepm 

5-[N'-(3,5-difluorophenylacetyl)-L^laninyl]amino-5,7-dihydro-6H- 
dibenzo [a , c] cy clohepten-6-ol 

1- (S)-(N' -(3, 5-difluoropheny lacety l)-l\alaninyl)-aminoindan-2-one 

2- (N f -(phenylacetyI)-L-alaninyl)aminocyclohexan-l-one 

5-[N'-(3, 5-difluoropheny lacetyl)-L-alaniny|]amino-5,7-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-one 

3- (N'-(3,5-difluorophenylacetyl)-L-alaninyl)-^mino-7-butyrolactone 
3-(N'-(3,4-dichlorophenyl)-L-alaninyl)amino-7^butyrolactone 
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4\(N'-(cyclopentylacetyl)-L-alaninyl)amino-l , l-dimethyl-3-isochromanone 

4_(N/-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino- 1 , l-dimethyl-3- 
isochromanone 

3-(N'-(^5-difluorophenylacetyl)-L-alaninyl)amino-7-butyrolactam 

3-(N'-(3,5^difluorophenylacetyl)-L-alaninyl)amino-5-valerolactam 

l-benzyl-3-(^-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-6- 
valerolactam 

3-N'-(3,5-difluo^phenylacetyl)-L-alaninyl)amino^-methyl-6-caprolactam 

3-(N'-(3,5-difluorotohenylacetyl)-L-alaninyl)amino-l, 2,3,4- 
tetrahydroquinolin-2Vone 

1 -benzy l-3-(N ' -(3 , 5-dtfluoropheny lacety l)-L-alaniny l)amino- 1,2,3,4- 
tetrahydroquinolin-2-one 



4-(N'-(3 ,5-difluorophen; 
tetrahydroisoquinolin-3-olie 



ty l)-L-alaniny l)amino- 1,2,3,4- 



4-(N'-(3,5-difluorophei)yla^tyl)-L-alaninyl)amino-2-benzyl-l,23 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylace^l)-L-alaninyl)amino-l-methyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacetyl)^-alaniny l)amino- 1 -phenyl- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3, 5-difluoropheny lacety l)-L-\ilaninyl)amino-6-fluoro-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N '-(3,5 -difluoropheny lacety l)-L-al^niny l)amino-7-fluoro- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alani\jyl)amino-2-phenethyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyi^amino-2-methyl-l,2,3,4- 
te trahy dro isoqu inol in-3 -one 

4-(N' -(3, 5-difluoropheny lacety l)-L-alaninyl)an^ino-6-pheny 1-1, 2,3,4- 
tetrahydroisoquinolin-3-one 
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-(N ' -(3 , 5-difluoropheny lace^ 
teVahydroisoquinolin-3-one 

(N'\3,5-difluorophenylacetyl)-L-alaninyl)-(9-aminofluroren-l-yl)gly 5- 
lact 

3-(N'-(WnylacetyI)-L-alaninyl)amino-e-caprolactam 

3-(S)-(N'\3,5-difluorophenylacetyl)-L-alaninyl)-amino-e-caprolactam 

3_(S)-(N'-(3>^-difluorophenyIacetyl)-L-alaninyl)amino-l-benzyl-€- 
caprolactam 

3-(S)-N'-(3,5-d^uorophenylacetyl)-L-alaninyl)amino-l-(2-methoxyethyl) 
caprolactam 

3-(S)-(N ' -(3 ,5-diflubropheny lacety l)-L-alaniny l)amino- 1 -ethy 1-e-caprolactam 



3-NX3,5-difluoropheiVl&€^ 

3-N'-(3,5-difluoropheiwiacetyl)-L-alaninyl)amino-5-eth^ 
3_N'-(3 ,5-difluorophenylacytyl)-L^ 

3-(S)-(N'-(3,5-difluorophenyl\cetyl)-L-alaninyl)amino-l benzyl-4,7- 
methano-e-caprolactam 

3-(S)-(N'-(cyclopentylacetyl)-L-^aninyl)amino-l-benzyl-€-caprolactam 

3-(S)-(N ' -(cyclopenty lacety l)-L-phe^ylglycinyl)amino- 1 -benzy 1-e- 
caprolactam 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L\^laninyl)amino-l-(2-phenethy 
caprolactam 

3-(S)-(N'-(cyclopenty lacety l)-L-phenylgl^pinyl)amino-l-(2-phenethyl)-e- 
caprolactam 

3-(N '-(3 ,4-dichlorophenyl)-DX-alaninyl)arr^ino-€-caprolactam 

3-(S)-(N'-(cyclopropy lacety l)-L-phenylglycinyl)amino-l-methy 1-e- 
caprolactam 
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3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-8-octanelactam 
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V(N'K3,5-difluorophenylacetyl)-L-alaninyl)amino-7-benzyl-l,2,3,4- 
tOTahydroisoquinolin-3-one 

4-(N' -(3, 5-difluoropheny lacety l)-L-alam^ 
tetraIwdroisoquinolin-3-one 

4-(N ' - {§ ,5-difluoropheny lacety l)-L-alaninyl)amino-2-methy 1- 1 -phenyl- 

1 .2.3 .4- \etrahydroisoquinolin-3-one 

4-(N '-(3 ,5-^difluorophenylacetyl)-L-alaninyl)amino- l-(pyrid-2-yl)- 1 ,2,3,4- 
tetrahydroisofluinolin-3-one 

4-(N'-(3,5-difl\iorophenylacetyl)-L-alaninyl)amino-l-(pyrid-3-^ 
tetrahydroisoqumolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -(py rid-4-y 1)- 1,2,3,4- 
tetrahydroisoquinolih-3-one 

3-[N ' -(3 , 5-difluorophetay lacety l)-L-alaniny 1] -amino- 1 -methy 1-2-indolinone 

3-[N , -(3,5-difluorophenyl^tyl)-L-ate 
rrans-dihydrocarbostyril 

3-[N'-(3,5-difluorophenylacewl)-L-alaninyl]amino-l-methyl^^ 
c/s-dihydrocarbostyril \ 

3-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-4-phenyl-3 A-trans- 
dihydrocarbostyril \ 

1 -(N' -(3, 5-difluoropheny lacetyl)-L-amninyl)amino-3-methyl-l, 3,4,5- 
tetrahydro-2H-3-benzazepin-2-one \ 

1 -(S)-(N '-(3 ,5-difluoropheny lacety l)-L-akninyl)amino-3-ethy 1-4 '-fluoro- 

1 .3 .4.5- tetrahydro-2H-3-benzazepin-2-one v 

3-(3 ,5-difluoropheny lacety l)amino- 1 -ethyl-5y5-dimethyl- 1 ,3 ,4,5-tetrahydro- 
2H- 1 -benzazepin-2-one \ 

3-(N '-(3 ,5-difluoropheny lacety l)-L-alaniny l)airiino- 1 , 3 ,4, 5-tetrahydro-2H- 1 - 
benzazepin-2-one \ 

3-(N'-(3,5-difluorophenylacetyI)-L-alaninyl)aminOrl-benzyl-l, 3,4,5- 
tetrahydro-2H-3-benzazepin-2-one \ 

3 -(N ' -(cyclopenty lacety l)amiito- 1 -ethy 1-5 , 5 -dimethyl Al , 3 ,4 , 5-tetrahy dro-2H- 
l-benzazepin-2-one \ 
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HS)-(N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl)amino- 1 -methyl- 1,3,4,5- 
tefcrahy dro-2H- 1 -benzazepin-2-one 

3.(>|\.(3 ,5-difluorophenylacety l)-L-alaninyl)amino-l ,5-dimethyl- 1,3,4,5- 
5 tetrahydro-2H- 1 -benzazepin-2-one 

3-(3 ,5-dmuoropheny lacety l)amino- 1 ,5-dimethyl- 1 ,3 ,4, 5-tetrahydro-2H-l 
benzazepinr2-one 

10 3-(S)-(N'-(3}5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-5-oxa- 
1,3,4,5 -tetrahydro-2H- 1 -benzazepin-2-one 



3-(S)-(N / -(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-ethyl-5-oxa-- 
1 ,3 ,4,5-tetrahydr\-2H- 1 -benzazepin-2-one 

! is 

f|| i 3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-5-thia- 

1 ,3 ,4,5-tetrahydro-2H-l-benzazepin-2-one 



5-{N' -(3, 5-difluoropheny lacety l)-L-alaninyl}-amino-3,3-dimethy 1-5,7- 
H | 20 dihydro-6H-benz[b]azepiti-6-one 



5-{ N ' -(3 , 5 -difluoropheny lapetto^-alaniny 1 } amino-3 , 3 , 7-trimethy 1-5 , 7- 
dihydro-6H-benz[b]azepin^one 

25 5-{N'-[(S)-3,5-difluoromandelyl]-^ 
dihy dro-6H-benz[b] azepin-6-oneN 

1 -(N' -(3, 5-difluoropheny lacety l)-L^alaninyl)amino-5-pheny 1-1, 3,4,5- 
tetrahydro-2H-3 -benzazepin-2-one 

30 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alai^ny l)amino- 1 -ethy 1-5 ,5-dimethy 1- 
1 ,3 ,4,5-tetrahydro-2H- 1 -benzazepin-2-one 

5-(S)-[N ' -(3 , 5-difluoropheny to 
35 dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-(S)-[N'-((^/and (R)-3,5-difluorophenyl-a-hvdroxyacetyl)-L- 
alaninyl]amino-7-methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

40 5-(S)-[N'-(3,5-difluorophenyl-a-ketoacetyl)-L-^ninyl]a^ 
dihydro-6H-dibenz[b,d]azepin-6-one 
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5-(S)-[N'-(3,5-difluorophenylacetyl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 

5-(S)-[N'-(3,5-difluorophenylacetyl)-L-r^rr-leucinyl]amjno-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 
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\5-(S)-[N , -((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-valinyl]amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azep in-6-one 

5-^)-[N*-((S)-3,5-difluorophenyl-o:-hydroxyacetyl)-L-rm-leucinyl]amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N'V3,5-difluorophenylacetyl)-L-alaninyl]amino-7-(methoxyacetyl)-5,7- 
dihydrOr6H-dibenz[b,d]azepin-6-one 

5-[N , -(3,5-difluorophenylacetyl)-L-alaninyl]amino-7-(methylcarboxy 
5 , 7-dihydrV-6H-dibenz[b , d] azepin-6-one 

5-[N'-(3,5-diHuorophenylacetyl)-L-alaninyl]amino-7-(33-dimethyl-2 
butanoyl)-5 ,7-mhydro-6H-dibenz[b,d]azepin-6-one 

5-[N*-(3,5^iflubiophenylacetyl)-L-alaninyl]amino-7-(morpholiny 
5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 

5-(S)-(N ' -((S)-( + )-2-mdr<«^ 

5 , 7-dihy dro-6H-dibenz[b,ffl] s zepin-6-one 

5-[N'-cyclopentyl-a-hydEO^ acetyl)-L-valiny l]amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6/one\ 

5-(S)-(N'-((S) and (R)-3,3-din^yl-2-hydroxybutyiyl)^^ 
rnethy 1-5 , 7-dihy dro-6H-dibenz[b\d] azep in-6-one 

5-[N*-cyclopentyl-a-hydroxyacetylAL-^rr-leucinyl]amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one\ 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-^aninyl]amino-7-methyl-5,7-dihydr^ 
6H-dibenz[b,d]azepin-6-one \ 

5-[N'-(3,5-difluorophenylacetyl)-L-alaniny^mino-5,7-dihydro-6H,7H- 
d ibenz [b , d] azepin-6-one \ 

5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]annno-7-(2-methylpropyl) 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-[N'-(2-hydroxy-3-methylbutyiyl)-L-valinyl]amim-7-methyl-5 ,7-dihydro- 
6H-d ibenz [b , d] azep in-6-one \ 

5-(S)-[N'-((S and R)-2-hydroxy-3,3-dimethylbutyryl)\L-valinyl]amino-7- 
methy 1-5,7 -dihy dro-6H-d ibenz [b , d] azep in-6-one \ 

5-{N , -(4-phenyl-furazan-3-yl)alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 
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>-{N'-(3 ,5-difluorophenylacetyl)-L-alaninyl}amino-7-methyl-l, 2,3,4,5,7- 
*xahydro-6H-dicyclohexyl[b,d]azepin-6-one 

5-{]^-(3,5-difluorophenylacetyI)-L-a^ 
6H-d ibenz [b , d] azep in-6-one 

5-{N'-(3\5-difluorophenylacetyl)-L-aIaninyl}amino-7-cyclopropymethyl-^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3,5-^uorophenylacetyl)-L-alaninyl}amino-7-(2 , ,2',2'- 
trifluoroethyl|\5,7-dihydro-H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-difluOTophenylacetyl)-L-alaninyl}amino-7-cyclohexyl-5,7- 
dihydro-6H-diben^b,d]azepin-6-one 

5 - { N ' - [(S)-3 , 5-difluoromandely 1] -L-alaniny 1 } amino-9-fluoro-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,o]azepin-6-one 

5-{N'-[(S)-3,5-difluoroimndelyl]-L-alaninyl}-amino-13-fluoro-^^ 
dihydro-6H-dibenz[b,d]azepin-6-one 



L-alaninyl}amino-10-fluoro-7-methyl-5,7- 



5-{N'-[(S)-3,5-difluoromanddlY 
dihydro-6H-dibenz[b , d] azepii$6-0 



5-{N'-[(S)-3,5-difluoromandfilyl^^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin\6-one 

5-{N*-[(S)-3,5-difluoromandelyl]-L-aJaninyl}amino-7-phenbutyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-vali^l}amino-7-cyclopropylmethyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl^^ino-7-phenbutyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N , -[(S)-3,5-dinuoromandelyl]-L-valinyl}aiAjno-7-hexyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyI]-L-valinyl}amin^-10-fluoro-7-methyl^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-vaIinyl}amino-\3-fluoro-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5 -difluoromandely 1] -L- valiny 1 } amino-9-\l uoro-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 
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3\(N'-(3,4-methyIenedioxyphenylacetyl)-L-alaninyl)amino-23-dihydro-l^ 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N*-(2-methoxyphenoxyacetyl)-L-alaninyl)amino-23-dihydro-l-methyl^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -\4-isopropy lphenoxyacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -me thyl-5- 
phenyl^iH-1 ,4-benzodiazepin-2-one 

3-(N'-(etmxyacetyl)-L-aIaninyl)amino-23-dihydro-l-methyl-5-ph^ 
1 ,4-benzoaiazepin-2-one 

3-(N , -(4-pheMxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1 H- 1 ,4\benzodiazepin-2-one 

3-(N ' -(4-ethoxypheny lacety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-beWodiazepin-2-one 

3-(N ' -(2 , 5-dimethoxxpheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl- 
5-phenyl-lH-l ,4-benzbdiazepin-2-one 

3-(N'-(3,5-difluorobenzcwl)-L-alaninyl)amino-23-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazep)in>2-one 



3-(N'-(o-toly lacety l)-L-alan)ffl^l 
1 ,4-benzodiazepin-2-one 



amino-2,3-dihydro-l -methy 1-5-pheny 1-1H- 
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3-(N ' -(3 , 3-dipheny lpropiony 1)-L^alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-on^ 

3-(N ' -(3-phenoxypropiony l)-L-alanirfyl)amino-2 , 3 -dihydro- 1 -methy 1-5- 
pheny 1- 1H-1 ,4-benzodiazepin-2-one 

3-(N ' -(indole-3-acety l)-L-alaniny l)amin<^2 , 3 -dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 

3 -(N * -(4-(trifluoromethy l)pheny lacety l)-L-akininy l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N' -((4-methylphenoxy)acetyl)-L-alaninyl)ai^ino-2, 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N * -(4-(hy droxy methy l)phenoxyacety l)-L-alanii^y I)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-phenoxyphenylacetyl)-L-alaninyl)amino-2,^-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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.(N'_(3- p henoxyphenylacetyl)-L-al 
pnenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(3,4-dicWorophenoxyacetyl)-L-alaninyl)amino-23-dihydro-l-m 
5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4-fluorophenoxy acety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5 - 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(m^ylthio)acetyl)-L-alam^ 
1H-1 ,4-benzodiazepin-2-one 

3 -(N ' -(methdxy acety l)-L-alaninyl)amino-2 , 3 -dihy dro- 1 -methy 1-5 -phenyl- 1 H- 
1 ,4-benzodiazqpin-2-one 

(S)-3 (N ' -(phenoxy acety l)-L-alaniny l)amino-2 ,3-dihy dro- 1 -methy 1-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(pheny lactety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepiij-2-one 

(S)-3-(N'-(2-phenoxybilt^l)-L-alaninyl)amino-2,3-dihydro-l-m 
phenyl- 1 H- 1 ,4-benzodiazegin^one 

(S)-3-(N'-(3-methoxyp4ientixyacetyl)-L-alaninyl)amino-23-d^ 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-(trifluoromethy 1) W 

dihy dro- 1 -methy 1-5-pheny 1- 1 H-i , 4-benzodiazepin-2-one 

(S)-3-(N , -(4-butoxyphenylacetyl)^-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-onfc 

(S)-3-(N'-(3-(2-methoxyphenyl)propi\)nyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-fluorophenylacetyl)-L-alaniljyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(isopropoxylacetyl)-L-alaninyl)a^ino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(l-phenyl-lH-tetrazole-5^ 
methy 1-5-pheny 1-1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(3,4-methylenedioxyphenyl)propioiiyi)-L-alaninyl)amino-2,3- 
dihydro-1 -methy 1-5-pheny l-lH-l,4-benzodiazepin\2-one 
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(S)-3-(N'-(3-cyclopentylpropionyl)-L-alaninyl)amino-2,3-dihydro-l-m 
5-phenyl-lH-l,4-beiuodiazepin-2-one 

(S)^-(N'-(2-cyclopentene-l-acetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phWyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2-cMoro-6-fluorophenylacetyl)-L-alardnyl)amino-23-dihy^ 
methy l-5\pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(^clohexylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1H- l>4-benzodiazepin-2-one 

(S)-3-(N * -(2 , 5-(iifluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy l-5-phenyl\lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(pentafluWophenoxyacetyl)-L-alariinyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H^l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-dimethyVhenoxyace^ 

methy 1-5 -phenyl- 1 H- 1 ,4^benzodiazepin-2-one 

(S)-3-(NX4-cMorophenyla^tyl)-L-alaninyO 
phenyl- 1 H- 1 ,4-benzodiazepiV2£pne 

(S)-3-(NX3-cMorophenoxyacefc^^ 
5-phenyl-lH-l ,4-benzodiazeipmj2-one 

(S)-3-(N'-(benzo[b]thiophene-3-ac^l)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl-lH- 1 ,4-benzodiazebin-2-one 

(S)-3-(N ' -(benzoy lformy l)-L-alaniny l)kmino-2 , 3-dihydro- 1 -methy 1-5-pheny 1 
1H-1 ,4-benzodiazepin-2-one \ 

(S)-3-(NX3,5-dimethoxyphenylacetyl)-LAal^ 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-dimethylphenylacetyl)-L-alaiunyl)amino-2,3-dihydro-l^ 
methy 1-5-phenyl- lH-l,4-benzodiazepin-2-onA 

(S)-3-(N , -(2,6-difluorophenylacetyl)-L-alaninyl\amino-2,3-dihydro-l^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(2,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
, methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(mesitylacetyl)-L-alaninyl)amino-2^-dihyaro-l-methyl-5-phenyl- 
1 H- 1 ,4-benzodiazepin-2-one \ 
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(^-3-(N , -(4-biphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methy 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-i-(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methVl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N*-(trans-styrylacetyl)-L-alaninyl)amino-2,3-dihydro-l^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-w-benzoylpropionyl)-L-alaninyl)amino-2,3Kiihydro-l-methyl-5- 
phenyl-lH-i,4-benzodiazepin-2-one 

(S)-3 -(N * -(trans-3-hexenoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(heptanqy O-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-(4-methyh)heny Opropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,Vbenzodiazepin-2-one 

(S)-3-(N'-(3-(4-chlorophOTjjDpropionyl)-L-alaninyl)amino-2,3-dihydro-l- 



methyl-5-phenyl-lH-l ,4-b« 



odiazepin-2-one 



(S)-3-(N ' -(3-pheny lbuty rya)-I ^laniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2rone 

(S)-3-(N'-(4-(4-methoxyphenyl)b\ityryl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-methoxycarbonylpropionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(4-pheny lbuty ry l)-L-alaniny l^ino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(benzylthio)propionyl)-L-alai^nyl)amino-2,3-dihydro-l-methyl- 
5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(3-methy lpentanoy l)-L-alaniny l)am\no-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(6-methoxycarbonylheptanoyl)-L-alai^nyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(2-indanylacetyl)-L-aIaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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(SV3-(N'-(4-methoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-m 
5-pnenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-^'-(2-cWorophenoxyacetyI)-L-alam 
5-phenyI- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-\2-thiopheneacetyl)-L-alanm^ 
phenyl- 1H-1 ,4-benzodiazepin-2 -one 

(S)-3-(N , -(3-^fluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-d^ 
methy 1-5-phenyJ- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(4-tolyl^etyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-^ 
1H- 1 ,4-benzodiazepui-2-one 

(S)-3-(N * -(2 , 6-difluordmandely l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(-(4-methoxyphOTyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5 -phenyl- 1 H- 1 , 4-beWxiiazepin-2-one 

(S)-3-(N ' -(3 , 5-difluoropheny lao^^^alaniny l)amino-2 , 3-dihy dro- 1 - 
methy 1-5-phenyl- 1H- 1 ;4-benzoo^epin-2-one 

(S)-3-(NXni-tolylacetyl)-L-aIani^ 
1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-fluorophenylacetyl)-L-aWinyl)amino-2,3-dihydro-l-m 
phenyl- lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(4-chlorophenoxy acetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(2-naphthylacetyl)-L-alaninyl)amtoo-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-chlorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N t -(3-methylphenoxyacetyl)-L-alaiiinyl)amino-2,3-dihydro-l-methyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3,4-methylenedioxyphenylacetyl)-L-alanmyl)amino-2,3-dihydro- 
. 1 -methy 1-5-phenyl- lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N'-(2-methoxyphenoxyacetyl)-L-alaninyl)amiiK)-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 
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(^-3-(N'-(4-isopropylphenoxyacety^^ 

me^iy I-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-phenoxypheny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -\pheny lmercaptoacety l)-L-alaninyl)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl- lH-\ ,4-benzodiazepin-2-one 

(S)-3-(NM4-woxyphenylacetyl)-L-alaninyl)a^^ 
phenyl- 1 H- 1 ,4^benzodiazepin-2-one 

(S)-3-(N ' -(2 ,5-dimethoxypheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(o-tolylacewl)-L-alaninyl)amino-2, 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepin^2-one 

(S)-3-(N ' -(3 ,3-diphenylp\ppionyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 



(S)-3-(N' -(3-phenoxypropioi 
phenyl- 1 H- 1 ,4-benzodiazepi 

(S)-3-(N , -(indole-3-acetyl/L-d 
1H-1 ,4-benzodiazepin-2-one 



)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
ininy l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
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(S)-3-(N*-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-dihydro- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3,5-bis(trifluoromethyl)phtoylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 ,4-bepzodiazepin-2-one 

(S)-3-(N * -(2-phenoxypheny lacety l)-L-alapiny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenoxyphenylacetyl)-L-alani\iyl)amino-2,3-dihydro-l-methyl- 
5 -pheny 1 - 1 H- 1 , 4-benzodiazep in-2 -one 

(S)-3-(N ' -(4-fluorophenoxy acety l)-L-alaniny fyamino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-dichlorophenyIacetyl)-L-alaniny^)amino-2,3-dihydro-l- 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2-one 

(S)-3-(N T -((methylthio)acetyl)-L-alaninyl)amino-^,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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(S^-3-(N' -(4-fluoromandely l)-L-alaniny l)amino-2 ,3-dihydro- 1 -me thyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(NX4-thionaphthenacetyl)-L-alaniny 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3- (N ' -(methoxy acety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4^benzodiazepin-2-one 

(S)-3-(N*Vethoxy acety l)-L-alaninyl)amino-2,3-dihydro-l -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-mdolepropionyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4rbenzodiazepin-2-one 

(S)-3-(N'-(3-(2-^orophenyl)propio^ 
methy 1-5-pheny 1-rH- 1 ,4-benzodiazepin-2-one 



(S)-3-(N , -(butyryl)-I\-alq 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(hexanoyl)-P 
1 ,4-benzodiazepin-2^one 



tiny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 



laninyl)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 1 H- 



(S)-3-(N , -(5-phenylpentanow)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin\2-one 

(S)-3-(N*-(4-(2-thienyl)butyiyl)^-alaninyl)amino-2,3-dihydro-l-meA^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N * -(4-nitrophenoxy acety 1)-L^laniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5 - 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3-methoxyphenyl)propioiWl)-L-alaninyl)amino-2,3-dihydro-l 
methyl-5-phenyl-lH-l,4-benzodiazepin-2rone 

(S)-3-(N T -(5-methylhexanoyl)-L-alaninyl)afl[iino-2, 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(hydrocinnamyl)-L-alaninyl)amino-^3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(octanoy l)-L-alaniny l)amino-2 , 3 -dihy d\o- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 
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;)-3-(N , -(3-(4-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-^'-(3,4 t 5-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5^phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(5^dantoinacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4^benzodiazepin-2-one 

(S)-3-(N'-(cyclopOTtylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-23 
methy 1-5-pheny 1- 1H- 1 ,4\benzodiazepin-2-one 

(S)-3-(N'-(2-methyl-3-Ben^fiiranacetyl)-L-alaninyl)amino-^ 
methyl-5-phenyl-lH-l,4-beraodiazepin-2-one 



(S)-3-(N , -(propionyl)-L-alanin^)i 
1 ,4-benzodiazepin-2-one 



iino-2,3-dihydro-l-methyl-5-phenyl-lH- 



(S)-3-(N'-(cyclopropylacetyl)-l/alWnyl)amino-2^Hlihydro-l-methyl-5^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one^ 

(S)-3-(N'-(3-methoxypropionyl)-L-alaiynyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(5-(thienyl)pentanoyl)-L-alanin^)amino-2,3-dihydro-l-rnethyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(4-fluorophenyl)propionyl)-L-alVmnyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one> 

(S)-3-(N'-(3-(4-fluorophenoxy)propionyl)-L-ala\jinyl)amino-2,3-dihydro-l 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-norbornaneacetyl)-L-alaninyl)amino-2\3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2,3-difluoromandelyl)-L-alaninyl)amino-2,^-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-pentenoyl)-L-alaninyl)amino-2,3-dihydro-l^piethyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(2,4-dichlorophenoxy)butyryl)-L-alaninyl)ami\io-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 



« 
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CS)-3-(N ' -(2 ,3-dic hlorophenoxy acety l)-L-alaninyl)amino-2,3-dihydro-l- 
mbdiyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-^*-(3-(4-chlorobenzoyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl^-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N*-(2-fluorophenylacetyl)-L-aIanm^ 
phenyl- 1 H- l\4-benzodiazepin-2-one 

(S)-3-(N'-(2-(4\:yanophenoxy)-2-methyl propionyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy iv5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(NX2-nitroprenylacetyl)-L-alam^ 
phenyl- 1H- 1 ,4-benzo<iiazepin-2-one 

(S)-3-(N'-(4-(hydroxymeihyl)phenoxy acety l)-L-alaninyl)amino-2,3-dihydro- 
1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-fluoro-3-(triflu^omethyl)phenylacetyl)-L-alaninyl)amino-2 
dihydro- 1 -methyl-5-pheny 1- 1H- 1 }4-benzodiazepin-2-one 

(S)-3-(N '-(2,4, 6-trifluorophenv&pyI)^L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzjraiazepin-2-one 

(S)-3-(N , -(4-fluoro-2-(trifluoromethyl)phenyIacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(4 ,4 ,4-trifluorobuty ry l)-L-aladiny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(2-fluoro-4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 



(S)-3-(N'-(4-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-(4-fluorobenzoyl)propionyl)-L-alaninvl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-((2-methylphenoxy)acetyl)-L-alaninyl)aminY2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N'-(4-methoxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
. methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl)aminoY,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 
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^)-3-(N'-(2-methoxyphenylacetyl)-L^ 
5-^pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-^(N'-(2-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyV 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N\-(p-isopropyl phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4^pentenoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phen^ 
1H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N * -(4-hwroxyphenoxy acety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny l\lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-oxopentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3 -(N * -(2-hy droxy p^eny lacety l)-L-alaninyl)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl-lH- 1 ,4-benzodiazepin-2-one 



(S)-3-(N'-(3,4-dimethoxyp 
methy 1-5-pheny I- 1 H- 1 ,4-b 



ny lacety l)-L-alaninyl)amino-2,3-dihydro-l- 
;epin-2-one 

K 



(S)-3-(NX3-(4-methoxybenzo^l)propion^ 
methy 1-5-pheny 1-1 H- 1 ,4-benzodiazepin-2 -one 

(S)-3-(N'-(thiophene-3-acetyl)-L-\laninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(6-phenylhexanoyl)-L-alaninyl)iEimino-2,3-dihydro-l-methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(iso valery l)-L-alaniny l)amino-2, 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(2 , 3 , 5 -trifluoropheny lacety l)-L-alapinyl)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one^ 

(S)-3-(N'-(2,4,5-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -(l-adamantaneacetyl)-L-alaninyI)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N > -(cycIohexanepentanoyl)-L-alaninyl)amino-2 ? 3-dihydro-l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-i-one 
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^S)-3-(NX2-thiopheneacetyl)-L^^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-^N , -(3-(trifluoromethyl)phenylacetyl)-L-phenylglycinyl)am 
dihydra-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N \3 , 5-difluoropheny lacety l)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pVenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-tolylacetyl)-L^^ 
phenyl- 1H-1 ,4-Wizodiazepin-2-one 

(S)-3-(N'-(3-fluor^henylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl- 1H\1 ,4-benzodiazepin-2-one 

(S)-3-(N* -(3-bromophehylacetyl)-L-phenylglycinyl)amino-2, 3-dihydro- 1- 
methyl-5-phenyl- 1H- 1 ,4^benzodiazepin-2-one 

(S)-3-(N , -(3-chlorophenylaMtyl)-L-phenylglycinyl)amino-23-dihyd 
methy 1-5-pheny 1-1 H- 1 ,4-benz^aiazepin-2-one 

(S)-3-(N'-(3,4-methylenedioKyraenyIacetyl)-L-phenylglycinyl)amin^ 
dihydro-l-methyl-5-phenyI-lH-l)4-benzodiazepin-2-one 

(S)-3-(N'-(phenylmercaptoacetyl)^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(NXacetyl)-L-phenylglycinyl)amW 
lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(3 , 5 -bis(mfluoromethy 1^ 

2 , 3-dihydro- 1 -methy 1-5-pheny MH- 1 ,4-benzpdiazepin-2-one 

(S)-3-(N' -((methy lthio)acetyl)-L-phenylglycii^l)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(phenoxyacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(phenylacetyl)-L-phenylglycinyl)amino-2}S-dihydro-l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N '-(cyclohexylacety l)-L-phenylglycinyl)amino- A 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(NX2,5-difluorophenylacetyl)-L^ 
methyI-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 
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(^-3-(N'-(benzo[b]thiophene-3-acetyl)-L-phenylglycinyl)amino-23-dihydro 
1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-^(N*-(benzoylfonnyI)-L-phenylglycinyl^ 
phenyl 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N \-(2 , 6-difluoropheny lacety l)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 - 
methyl-5-Vienyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2>4-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-d^ 
methyl-5-pherwl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-<^uorophenylacetyl)-L-phenylglycinyI)amino-2,3-dihydro- 
methy 1-5-pheny 1-rH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(butyryl)-D^pheny lglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H- 1 ,4-benzodiazepnv2-one 

(S)-3-(N'-(heptanoyl)-L-raenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(NX4-(2-thienyl)butyry^ 
methyl-5-phenyl-lH-l,4-benzoaKzepin-2-one 

(S)-3-(N '-(5-methy IhexanoyO-L-pneny lglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(hydrocinnamyl)-L-phenyl^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(cyclopentylacetyl)-L-phenylglwinyl)amino-2,3-dihydro-l-methyl 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(propionyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(3 A , 5-trifluoropheny lacety l)-L-phenylglyciny l)amino-2 , 3-dihydro 
1 -methy 1-5-pheny 1-1H-1 ,4-benzodiazepin-2-one V 

(S)-3-(N ' -(4-pheny lbuty ry l)-L-pheny lglyciny l)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-(N*-(2-thiopheneacetyl)-L-alaninyl)amino-23-dihyuro-5-phenyl-l-(4,4,4- 
- trifluorobutyl)-lH-l ,4-benzodiazepin-2-one \ 

3-(N , -(2-thiopheneacetyl)-L-alaninyl)amino-l-(2-oxo-2Wenylethyl)-2,3- 
dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 




-- 837 « 



3^^ , -(2-thiopheneacetyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N*^-thiopheneacetyl)-L-alaninyl)amino-7-c^ 
5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX2-t^pheneacetyl)-L-alaninyl)amino-7-c^^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-thiopl^neacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-d^ 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-thiophene^etyl)-L-aIaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacet^-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4\benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L^laninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyI)-23,4,5-tetraWdro-lH-l,5-benzodiazepine 



3-(N'-(3,5-difluorophenylacetyl] 
(4 A4-trifluorobutyl)-lH-l ,4-b< 



-alaniny l)amino-2 , 3-dihydro-5-pheny 1- 1 
diazepin-2-one 



3-(N '-(3 ,5-difluoropheny lacety l)-L-alaniny l)amino- 1 -(2-oxo~2-pheny lethy 1)- 
2 , 3-dihydro-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alani^l)amino-l-methyl-2,3-d^ 
(2-thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)^nino-7-chloro-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)ami^p-7-chloro-5-(2- 
chlorophenyl)-2,3-dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-^-(2-thienyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-c^clohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-broVno-5-(2- 
fluorophenyI)-2 , 3-d ihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepm-2-one 

3-(N*-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-)-2,4-<^oxo-l,5-bis-(2,2- 
dimethy lpropyl)-2, 3, 4, 5-tetrahydro-lH-l ^-benzodiazepine 
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^-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(^-(3-fluorophenylacetyl)-L-alanin^ 
dihyato-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX^uorophenylacetyl)-L-alaniny^^ 
thiazolyl)\lH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3-fluO^opheny lacety I)-L-alaniny l)amino-7-chloro-2 , 3 -dihydro- 1 - 
methyl-5-phenyI- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluoro^enylacetyI)-L-a^ 
2,3-dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluoropheiWlacetyl)-L-alaninyl)amino-5-(2-thienyO 
methyl- lH-l,4-benzbdiazepin-2-one 

3-(N ' -(3-fluoropheny laCety l)-L-alaniny l)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- 1H- 1 ,4-benzodiaisepin-2-one 

3-(N'-(3-fluorophenylacety\^-alaninyl)amino-7-bromo-5-(2-fluorophe 
2 , 3-dihydro- 1 -methyl- 1 H- 1 jFronzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-l!\alaninyl)-amino-)-2,4-^ 
dimethylpropyl)-2,3,4,5-tetrahyWo-lH-l,5-benzodiazepine 

3-(N'-(methylthio)acetyl)-L-alaiiiiWl)amino-23-dihydro-5-phe^^ 
trifluorobutyl)-lH-l,4-benzodiaze^n-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)Wino-l-(2-oxo-2-phen 
dihy dro-5-pheny 1- 1 H- 1 ,4-benzodiazepln-2-one 

3-(N * -(methy lthio)acety l)-L-alaniny l)am\no- 1 -methy 1-2 , 3-dihydro-5 -(2- 
thiazolyl)- 1H- 1 ,4-benzodiazepin-2-one \ 

3-(N ' -(methy lthio)acety l)-L-alaniny l)aminOr7-chloro-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-7yWoro-5-(2-cW 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-ona 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one \ 

3-(N '-(methy lthio)acetyl)-L^ 

methyl- 1H-1 ,4-benzodiazepin-2-one \ 
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3-(N , -(methylthio)acetyl)-L-alaninyl)amino-7-bromo-5-(2^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'Vmethylthio)acetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5 
dimethWropyl)-2^A5-tetrahyd 

3-(N ' -(phfeny lacety l)-L-alaniny l)amino-2 , 3-dihydro-5-pheny 1- 1 -(4 ,4 , 4- 
trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(phenylacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2^ 
5-phenyl- 1H- l\4-benzodiazepin-2-one 

3-(N'-(phenylac^l)-L-alaninyI)amino-l-methyl-2,3-dihydro-5-(2-thiazolyO 
1H-1 ,4-benzodiazfepin-2-one 

3-(NXphenylacetylVL-aIaninyl)amino^ 
phenyl- 1 H- 1 ,4-benzofciiazepin-2-one 

3-(N'-(phenylacetyl)-L-W 

dihydro- 1 -methyl- 1H- 1 ,4vbenzodiazepin-2-one 

3-(NXphenylacetyl)-LjM 
1H-1 ,4-benzodiazepin-2-one\ 

3-(NXphenylacetyl)-L-alaninyWm^ 
1H-1 ,4-benzodiazepin-2-one \ 

3-(N , -(phenylacetyI)-L-alaninyl)aAno-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazWn-2-one 

3-(N ' -(pheny lacety l)-L-alaniny l)-aminV-)2 ,4-dioxo- 1 , 5-bis-(2,2- 
dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H^l , 5-benzodiazepine 

3-(N'-(benzoylfonnyl)-L-alaninyl)amino-A3-dihydro-5-phenyI-l-(4,4,4- 
trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-on£\ 

3-(N'-(benzoy lformyl)-L-alaniny!)amino- 1 -(2\oxo-2-phenylethyl)-2,3- 
dihydro-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one\ 

3-(N ' -(benzoy If ormy l)-L-alaniny l)amino- 1 -methvl-2 , 3 -dihydro-5-(2- 
thiazolyl)- 1H- 1 ,4-benzodiazepin-2-one \ 

3-(NXbenzoylfomyl)-L-alam 

phenyl- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N'-(benzoylformyl)-L-aIaninyI)amino-7-chloro-5-(2rchlorophenyl)-2,3- 
dihydro-1 -methyl- 1H-1 ,4-benzodiazepin-2-one \ 
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^N'-(benzoylformyl)^^ 
lHr 1 ,4-benzodiazepin-2-one 

3-(NV(benzoylfonnyl)-L-alaninyl)am 
1H-1 ,Vbenzodiazepin-2-one 

3-(N'-(b^oyIfonnyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(benzowformy l)-L-alaniny l)-amino-)-2 , 4-dioxo- 1 , 5-bis-(2 , 2- 
dimethylpropyV2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-(N'-(butyiyl)-D^laninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- 1 H^i ,4-benzodiazepin-2-one 

3-(N'-(butyi7l)-L-al^nyl)amino-l-(2-oxo-2-phenylethyl)-2,3-dihy 
phenyl- 1 H- 1 ,4-benzodlazepin-2-one 

3-(N ' -(buty ry l)-L-alaninyi)amino- 1 -methyl-2 , 3-dihydro-5-(2-thiazoly 1)- 1 H- 
l,4-benzodiazepin-2-one \ 

3-(N' -(buty ryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l-methy 1-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(butyi7l)-L-alaninyl)amj^o^-chloro-5-(2-cWorophenyl 
1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(buty ry l)-L-alaniny l)amino-5-(2 c thieny l)-2 , 3-dihydro- 1 -methyl- 1 H- 
1 ,4-benzodiazepin-2-one 

3-(N ' -(buty ry l)-L-alaniny l)amino-5-cyclohexy 1-2 , 3-dihydro- 1 -methyl- 1 H- 
1 ,4-benzodiazepin-2-one 

3-(N , -(butyiyl)-L-alaninyl)amino-7-bromo-5^2-fluorophenyl)-2, 3-dihydro-l 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(butyiyl)-L-alaninyl)-amino-)-2,4-dioxo-l\5-bis-(2,2-dimethylprop 
2,3,4 , 5- tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-2,3-<lihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4-(2-thieny l)buty ry l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3- 
dihydro-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butytyl)-L-aIaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1H- 1 ,4-benzodiazepin-2-one 



- 841 - 



tn ; 
ru I 

Ui! 



01 
Mi 

ill' 
si. 

E3 



10 



15 



20 



25 



30 



35 



40 



45 



l-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l- 
iethyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(Kr-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(V(2-mienyl)butyryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl- m- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2\^ienyl)butyryl)-L-alaiunyl)amino-5-cyclohexyl-2,3-dihydro-l- 
methyl- 1H- l>4-benzodiazepin-2-one 

3-(N'-(4-(2-thieVl)butyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)- 
2, 3-dihydro- 1 -metiiy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)5utyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4\5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-(cyclopentylacetyl>^L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)-lH-l ,4-ben\pdiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-akninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyl- 1 H- 1 ,4-benzoAazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-al/niiWl)ainino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)- 1H- 1 ,4-benzodiazepin-2-orie 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)a\^ino-7-chloro-2 , 3-dihydro- 1 -methyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenry lacety l)-L-alaniny l)amino^7-chloro-5-(2-chloropheny l)-2 , 3- 
dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-(^-thienyl)-2 , 3-dihydro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-cycl\hexyl-2 , 3-dihydro- 1 - 
methyl- 1H- 1 ,4-benzodiazepin-2 -one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-7-bromo-^-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-( N'-(cyclopentylacetyl)-L-aianinyl)-amino-)-2,4-dioxd-l,5-bis-(2,2- 
dimethy lpropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepihe 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alamnyI)amino-2,3-dUjydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 
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^-(N*-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-l-(2-oxo-2- 
p*ienylethyl)-23-dihydro-5-phenyI-lH-l,^^ 

3-(^'-(3-(mfluoromethyl)butyi^ 
(2-thlazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(V(trifluoromethy l)b^ 

methy 1-S^phenyl- 1H- 1 ,4-benzddiazepin-2-one 

3-(N'-(3-(t^fluoromethyl)butyryl)-L-alaninyl)amino-7-chloro-5-(2- 
chloropheny tt-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-5-(2-^ 
dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluorornethyl)butyiyl)-L-alaninyl)amino-5-cyclohexyl-2 
dihydro- 1 -methyl- 1M- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluorometWl)butyryl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3-(trifluoromethy Obuty ry l)-L-alaniny l)-amino-)2 , 4-dioxo- 1 , 5-bis- 
(2,2-dimethylpropy l)-2 ,3 ,4\wte^ahydro- 1H- 1 ,5-benzodiazepine 



3-(N , -(4,4,4-trifluorobutyrfl> 



L-alaniny l)amino-2, 3-dihydro-5-pheny 1- 1 - 



(4,4,4-trifluorobutyl)-lH-l,4-Benzodiazepin-2-one 

3-(NX4A4-trifluorobutyiyl)-L-W 
dihydro-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alamnyl)amino-l-methyl-23-da^ 
thiazoly 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4 , 4 ,4-trifluorobutyry l)-L-alaniny > Damino-7-chloro-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2vone 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl) 
2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepiik2-one 

3-(NX4A4-trifluorobutyryl)-L-alaninyl)am 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N * -(4,4 ,4-trifluorobutyry l)-L-alaniny l)amino-5\cy clohexy 1-2 , 3-dihydro- 1 - 
methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-brqmo-5-(2-fluorophenyl)- 
2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 



- 843 



3\N , -(4,4,4-trifluorobutyryl)-L-alaninyI)-amino-)-2,4-diox 
dimethylpropy l)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-(N'Visovaleryl)-L-alaninyI) 
trifluorebuty I)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(is<yvaleryl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-23 
phenyl- lHAl,4-benzodiazepin-2-one 

3-(NXisoval^I)-L-alaninyl)amm^ 
1H-1 ,4-benzoaiazepin-2-one 

3-(N ' -(isovaleiy h-L-alaniny l)amino-7-chloro-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(isovalery 1)-L\alaniny l)amino-7-chloro-5-(2-chloropheny l)-2 ,3- 
dihydro- 1 -methyl- 1H\i ,4-benzodiazepin~2-one 

3-(NMisovaleiyl)-L-alaiunyl)am^ 
1 ,4-benzodiazepin-2-one\ 

3-(N'-(isovaleryl)-L-alaniny^a^o-5-cyclohexyl-2,3-dihydro-l-m^ 
1 ,4-benzodiazepin-2-one IH^^ 

A 

3-(N , -(isovaleryl)-L-alaiiinyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methy 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N * -(isovalery l)-L-alaniny l)-aimho-)-2 , 4-dioxo- 1 , 5-bis-(2 , 2- 
dimethylpropyl)-2,3,4,5-tetrahydro\lH-l,5-benzodiazepm^ 

3-(N'-(L-alpha-hydroxyisocaproyl)-L\alaninyI)amino-2,3-dihydro-5-phenyl- 
1 -(4,4,4-trifluorobutyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(L-alpha-hydroxy isocaproy l)-L-alaniny l)amino- 1 -(2-oxo-2- 
pheny!ethyl)-2,3-dihydro-5-phenyl- 1H- 1 , N 4-benzodiazepin-2-one 

3-(N ' -(L-alpha-hydroxy isocaproy l)-L-alaniny l)amino- 1 -methy 1-2,3-dihydro- 
5-(2-thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one^ 

S-CN'-CL-alpha-hydroxyisocaproyO-L-alaninyWamino-T-chloro^^-dihydro- 
1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-chloro-5-( 
chlorophenyl)-2,3-dihydro-l -methy l-lH-l,4-benzodiazepin-2-one 

3-(N' -(L-alpha-hydroxy isocaproy l)-L-alaninyl)amino-5-(2-thienyl)-2, 3- 
dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 
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S-m'^L-alpha-hydroxyisocaproyO-L-alaninyOamino-S-cyclohexyl-Z^- 
dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'^-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoroplieny l)-2 ,3 -dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-Mpha-hydroxyisocaproyl)-L-aIaninyl)-amino-)-2,4-dioxo-l,5-bis- 
(2,2-dimet^lpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N ' -(L-( + )\mandelyl)-L-alaniny l)amino-2 ,3-dihydro-5-pheny 1- 1 -(4,4,4- 
trifluorobutyl)^lH-l,4-ben2odiazepin-2-one 

3-(N '-(L-( 4- )-maklely l)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethyl)-2 ,3- 
dihy dro-5-pheny 1- rH- 1 ,4-benzodiazepin-2-one 

3-(N , -(L-(+)-mandem)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(L-(+)-mandelyl)-Lalaninyl)amino-7-chloro-2,3-dihydro-l-meA^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 



3-(N ' -(L-( + )-mandely l)-L-aia$i; 
dihydro- 1 -methyl- 1H-1 ,4-bei 



l)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
;pin-2-one 



3-(N * -(L-( + )-mandely l)-L-al^i^M)amino-5-(2-thieny l)-2 , 3-dihy dro- 1 
methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N , -(L-(+)-mandelyl)-L-alaninyl)ai^ino-5-cyclohexyl-2,3-dihydro-l 
methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)amindr7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2\)ne 

3 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)a^ino-5 -pheny 1-2 , 3-dihy dro- 1 ■ 
(3-fluorobenzyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)ami\o-5-pheny 1-2 ,3-dihydro- 1 
(benzyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-^-phenyl-2,3-dihydro-l- 
(4-rerr-buty lbenzy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N' -(3, 5-difluoropheny lacetyl)-L-alaninyl)amino-5-pJieny 1-2, 3-dihy dro- 1 
(2-cyclohexylethyl)-lH-l,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-ph^iyI-2,3-dihydro-l- 
(3 , 3-dimethy Ibuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3YN'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l 
(l\methoxycarbonyl- l-phenylmethyl)-lH-l ,4-benzodiazepin-2-one 

3-(MX3, 5-difluoropheny lacety l)-L-alaninyO 
(2-etlwlbuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N * -(3L 5-difluoropheny lacety l)-L-alaniny I)amino-5 -pheny 1-2 , 3 -dihydro- 1 
(cyclohexy Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N^3,5-&fluoropheny lacety l)-L-alaninyl) 
(2 -pheny lethy.1)- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(3 , 5 -difliWopheny lacety 1)-^ 
(3-phenylpropyl)\lH- 1 ,4-benzodiazepin-2-one 

3-(NX3,5-difluorophenylacetyl)-L-alam^ 
(2-(N-phthalimidyl)ethvl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny^acety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihydro- 1 - 
(2-biphenylmethyl)-lH- 1 ,4rbenzodiazepin-2-one 

3-(NX3, 5-difluoropheny lacety l)-L-alanin^ 
((2-tetrahydrofuranyl)methyl)-tri7l ,4-benzodiazepin-2-one 

3 -(N ' -(3 , 5-difluoropheny lacety jO-|\- a l a niny l)amino-5-pheny 1-2 , 3 -dihydro- 1 - 
(2-(l ,4-benzodioxanyl)methyl)- IH-i ,4-benzodiazepin-2-one 

S-CN'-CS^-difluorophenylacetyO-L-al^nyOamino-S-phenyl^^-dihydro-l- 
(3-(5-chlorobenzo[b] thieny l)methy 1)- IN- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alam 

(3 ,3-dimethyl-2-oxo-propyl)- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(5-benzofurazanylmethyl)-lH-l,4-benzodiazepm-2-one 

3-(N' -(3, 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 ,3-dihydro-l- 
(3-phenoxypropyl)-lH-l ,4-benzodiazepin-2-one \ 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyI)amino-5-phenyl-2,3-dihydro-l- 
(6-(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzodia2epin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
- (2-methylbutyl)-lH-l,4-benzodiazepin-2-one \ 

3-(NX3,5-difluorophenylacetyl)-L-alaninyl)^ 
(ethyl)-lH-l ,4-benzodiazepin-2-one ^ 
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^(N*-(3 T 5-difluorophenyIacetyl)-L-alaninyl)amino-5-phenyl-2,3-d 
(3vpyridy lmethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(W-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(2-oxb-2-(N-indolinyl)ethyl)-lH-l ,4-benzodiazepin-2-one 

S-CN'-C^S-difluorophenylacetyO-L-alaninyOamino-S-phenyl^^-dihydro-l- 
(4-(3 ,5-dWethy lisoxazoly I)methy I)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(2-methoxyethyI)-lH-l,4-benzodiazepin-2-one 

3-(N , -(cyclopeWlacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro^ 
1H- 1 ,4-benzodiazepin-2-one 

3-(NXcyclopentylketyl)-L-alaninyO^ 
buty lbenzy 1)- 1 H- 1 ,4Abenzodiazepin-2-one 

3-(NXcyclopentylacetw)-L-alaniny 
cyclohexy lethy 1)- 1H- 1 ,4\benzodiazepin-2-one 

3 -(N ' -(cyclopenty lacety O-Mlaniny l)amino-5 -pheny 1-2 , 3-dihydro- 1 -(3 , 3 - 
dimethylbuty 1)- 1H- 1 ,4-bepzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-al^nyl)amino-5-phenyI-2,3-dihydro-l- 
(isopropy 1)- 1 H- 1 ,4-benzodiazepm-2-one 

3-(N ' -(cyclopentylacetyl)-L-alaniny^)amino-5-pheny 1-2 , 3-dihydro- 1 -(1- 
methoxycarbony 1- 1 -pheny lmethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihyd 
ethylbutyl)- 1H-1 ,4-benzodiazepin-2-one\ 

3-(N * -(cyclopenty lacety l)-L-alaniny l)amindr5 -pheny 1-2 , 3-dihydro- 1 - 
(cyclohexy lmethy 1)- 1H-1 ,4-benzodiazepin-2\pne 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-f)henyl-2,3-dihydro-l-(2- 
phenylethyl)-lH-l ,4-benzodiazepin-2-one \ 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-5-ph^nyl-2,3-dihydro-l-(3- 
phenylpropyl)-lH-l ,4-benzodiazepin-2-one \ 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny\-2 , 3-dihydro- 1 -(2-(N- 
phthalimidyl)ethyI)-lH-l ,4-benzodiazepin-2-one \ 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2\3-dihydro-l-(2- 
biphenylmethyl)-lH-l ,4-benzodiazepin-2-one \ 




• 
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UN'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro^ 
cnlorobenzofb] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(NVcyclopentyIacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(33 
dimetnVl-2-oxo-butyI)-lH-l,4-benzodiazepin-2-one 

3-(N'-(cy^opentylacetyl)-L-alaninyl)amino-5-phenyI-2,3-dihydro-l-(5- 
benzofuraz£mylmethyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclop\ntylacetyl)-L-alaninyl)amino-5-phenyl-2^-dihydro-l- 
phenoxypropylY 1H- 1 ,4-benzodiazepin-2-one 

3-(NXcyclopentyWetyl)-L-alam^ 

trifluoromethylquiirolinyl)methyl)-lH-l,4-benzodiazepin-2-on^ 

3-(N * -(cy clopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 - 
(cyclopropylmethyl)-lHVl,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-^ 

methy Ibuty I)- 1 H- 1 ,4-benzoaiazepin-2-one 



3-(N*-(cycIopenty lacety l)-L-ah 
1H- 1 ,4-benzodiazepin-2-one 



yl)^inino-5-phenyl-2,3-dihydro-l-(ethyl)- 



3-(N'-(cyclopentylacetyl)-L-amni^ 
dimethylisoxazolyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(NXcyclopentylacetyl)-L-alai^ 
1H- 1 ,4-benzodiazepin-2-one 

3-(N * -(cyclopenty lacety l)-L-alaninyl)amin)s(-5-pheny 1-2 , 3 -dihy dro- 1 -(2- 
methoxy ethyl)- 1 H- 1 ,4-benzodiazepin-2-onc 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)ami\o-5-phenyl-2,3-dihydro-l- 
(benzyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L-alaninyl)amino-X-phenyl-2,3-dihydro-l-(4- 
tert-buly Ibenzy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyiyl)^ 
cyclohexy lethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phe^yl-2,3-dihydro-l- 
(3 ,3-dimethy Ibuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl\2,3-dihydro-l- 
(isopropyl)-lH-l,4-benzodiazepin-2-one 
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^(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-23-dihydro 
mtethoxycarbony 1- 1 -pheny lmethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(m-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phen^ 
ethy Iftuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(4\4,4-trifluorobutyryI)-L-alaninyl)amino-5-phen^ 
(cyclohexVlmethy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3<N'-(4,4,4\mfluorobutyryl)-L-alaninyl)amino-5-pte 
phenylpropylXlH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-tri^orobutyi^l)-L-alaninyl)amino-5-phenyl-23-d^ 
bipheny lmethy 1)- rH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluor^utyiyl)-L-alaninyl)amino-5-^ 
(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobur5^1)-L-alaninyl)amino-5-pheny^ 
(3 ,3-dimethyl-2-oxo-butyIVlH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryW 

benzofurazany lmethy 1)- 1H- 1 ,Vbenzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-LJ^liinyl)amino-5-p^ 
phenoxypropyl)- 1H- 1 ,4-benzod«aAbpin-2-one 

3-(N , -(4 T 4,4-trifluorobutyryl)-L-alaAinyl)amino-5-ph^ 
(2-trifluoromethylquinoliny I)methyl)-1H- 1 ,4-benzodiazepin-2-one 

3-(NX4A4-trifluorobutyryl)-L-ala^ 
(cyclopropy lmethy l)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alariinyl)a^ino-5-phenyl-2,^ 
methylbutyl)-lH-l,4-benzodiazepin-2-one \ 

3-(N ' -(4 , 4 , 4-trifluorobutyry l)-L-alaniny l)amirto-5-pheny 1-2 f 3 -dihydro- 1 - 
(ethyl)- 1H-1 ,4-benzodiazepin-2-one \ 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninyl)amino-^phenyl-2,3-dihy 
(3 ,5-dimethylisoxazolyl)methyl)- 1H-1 ,4-benzodia2iepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-pheny 
* (propyl)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phen\l-23-dihydro-l- 
methoxyethyl)-lH-l ,4-benzodiazepin-2-one \ 




• 
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U( N'-(L-(4-)-mandelyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dikiethy lpropy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

(S)-^(N'-(N-pyrrolidinylacetyl)-L-alaninyl)amino-23-dihydro-l-methyl 
phenyMH-1 ,4-benzodiazepin-2-one 

3-(NX2-^orophenoxyacetyl)-L-alaninyl)amm^ 
phenyl- 1 H-i,4-benzodiazepin-2-one 

3-(NX2-thioMeneacetyl)-L-alaninyl)am 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoro^thyl)phenyIacetic)-L-alaninyl)amino-23-dihydro^ 
methyl-5-phenyl -1H\1 ,4-benzodiazepin-2-one 

3-(N'-(4-tolylacetyl)-L-^aninyl)amino-23-dihydro-l-methyl-5 -1H- 
1 ,4-benzodiazepin-2-one 

3-(N ' -(3 -(4-methoxypheny l)^opionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N '-(3 ,5-difluoropheny lacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-onfc 



3-(N'-(m-toly lacety l)-L-alaninyl)aqjii 
1 ,4-benzodiazepin-2-one 



>-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 



S-CN^CS-fluorophenylacetyO-L-alaninyO^ino^^-dihydro-l-methyl-S- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(3-bromophenylacetyl)-L-alamn^^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-chlorophenoxyacetyl)-L-alaninyl)amino^,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(2-iiaphthylacetyl)-L-alaninyl)amino-2,3-dihy(^o-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(3-methylphenoxyacetyl)-L-alaiiinyl)amino-2,3-di^ydro-l-meihyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-methoxyphenylacetyl)-L-alaninyl)amino]-2,3-dihy^ro-l-methyl-5- 
(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N , -(2-thiopheneacetyl)-L-alaninyl)amino]-2,3-dihydro-l-me v thyl-5-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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>r [(N ' -(3 , 5 -difluoropheny lacety l)-L-a!aniny l)amino] -2,3 -dihydro- 1 -methy 1- 
5-fa-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(I^-(3-bromophenylacetyl)-L-alaninyl)amino]-23-dihydro-l-methyl- 
py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N*-(pnenylmercaptoace^ 
(2-pyridy 1)\1H- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(4-ethoxy pheny lacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 -methy l-5-(2- 
py ridyl)- 1 H- 1 ,4rbenzodiazepin-2-one 

3- [(N * -(4-(trifluorbmethy l)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l- 
methy l-5-(2-pyridyh- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(NM3,5-bis(trifluoVpmethyl)phenyte^ 
l-methyl-5-(2-pyridyl)-\H-l,4-benzodiazepin-2-one 

3- [(N ' -((methy lthio)acety lVL-alaniny l)amino] -2 , 3-dihydro- 1 -methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazef)in-2-one 

3-[(N'-(cyclohexylacetyl)-L-al^ 
pyridy 1)- 1 H- 1 ,4-benzodiazepiiy2/<$ne 

3- [(N ' -(pentafluorophenoxy acetyl) AL-alaninyl)amino] -2 , 3-dihydro- 1 -methy 1- 
5-(2-pyridyl)-lH-l ,4-benzodiazepin^2-one 

3-[(N , -(benzo[b]thiophene-3-acetyl)-L^laninyl)amino]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH- 1 ,4-benzodiazebin-2-one 

3- [(N '-(2,4, 6-trimethy lpheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-biphenylacetyl)-L-alaninyl)amino]-2)3-dihydro-l-methyl-5-(2- 
pyridyl)-lH- 1 ,4-benzodiazepin-2-one \ 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amiM]-2,3-dihydro-l-methyl^ 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(4-(2-thienyl)butyi^l)-L-alaninyl)amino]-2,3-d\hydro^ 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(5-methylhexanoyl)-L-alaninyl)amino]-2,3-dihydfp-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(3-methoxycarbonylpropionyl)-L-alamnyl)amino]-2)3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 



• 
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M(NX2,6-difluoromandelyl)-L-alani^ 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(NX4-fluoromandelyl)-^ 
pyridw)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(2^5-difluoromandeIy l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy l-5-(2 
pyridy 1)- lH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(2,4Atrifluorophenylacetyl)-L-alaninyl)amino]-23^^ 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-V(trifluoromethyl)phenylacetyI)-L-alanm^ 
dihydro- 1 -methy l-5e(2-py ridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4 ? 4,4-trifluor^utyryl)-L-alaninyl)amino]-23-d^ 
pyridy 1)- 1 H- 1 t 4-benzodiazepin-2-one 

3-[(N , -(4-isopropylphenyl^etyl)-L-aIaninyl)amino]-2,3-dih^ 
(2-pyridy 1)- 1 H- 1 ,4-benzodi>zepin-2-one 

3-[(N'-(beta-phenyllactyl)-L-al^nyl)amino]-23-dihydro^ 
pyridyl)- 1 H- 1 ,4-benzodiazepin-^2-one 

3-[(N'-(mandelyl)-L-alaninyl)ami^^ 
lH-l,4-benzodiazepin-2-one / N 

3- [(N • -(4-chloromandely l)-L-alaniny l)Wino] -2 , 3-dihydro- 1 -methy 1-5 -(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[(N , -(isovalei7l)-L-alaiiinyl)amino]-2,3Yihydro-l-methyl-5-(2-pyridy 
1H-1 ,4-benzodiazepin-2-one \ 

3- [(N '-(2,3 , 5-trifluoropheny lacety l)-L-alaniriVI)amino] -2 , 3 -dihydro- 1 - 
methy l-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2\>ne 

3-[(N'-(3-methylthiopropionyl)-L-alaninyl)amin\)]-2,3-dihydro-l-methyI^ 
(2-pyridyl)- 1H- 1 , 4-benzodiazepin-2-one \ 

3-[(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)am\no]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(3-nitrophenylacetyl)-L-alaninyI)amino]-23-dmydro-l-meA^ 
pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one \ 

S-KN'-CD-S-phenyllactyO-L-alaninyOaminol^^-dihydAl -methyI-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 
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K(N'-(4-methocyphenylacetyI)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dflnethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(PT-(2-thiopheneacetyl)-L-alaninyl)amino]-23-dihydro-l-(3,3-dimethyl-2- 
oxobutvl)- 5-(2-py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N ' -(3v5-difluoropheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3 ,3- 
dimethyl-^-oxobutyl)- 5-(2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(3-brWi6phenylacetyl)-L-alaninyl)amino]-2 , 3-dihydro- 1 -(3 ,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(phenylirtercaptoaceryl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobuyi)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-ethoxyph^nylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobuty 1)\ 5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-(trifluorometlWl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l- 
(33-dimethyl-2-oxobutyV 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(3 , 5-bis(trifluoromemyl)pheny lacery l)-L-alaniny l)amino] -2 , 3-dihydro- 
1 -(3 , 3-dimethy 1-2-oxobuty l)-\5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 



3-[(N'-((methylthio)aceryl)-L-al 
2-oxobutyl)- 5-(2-pyridyl)-lH-l, 



iyl)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1- 
Jenzodiazepin-2-one 



3-[(N'-(cycIohexylacetyl)-L-alaninyl>amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobuty 1)- 5-(2-pyridy 1)- 1 H- 1 ,4-ben2odiazepin-2-one 

3-[(N'-(pentafluorophenoxyacetyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-K4-benzodiazepin-2-one 

3-[(N*-(benzo[b]thiophene-3-acetyl)-L-alantoyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxoburyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,4,6-trimethylphenylaceryl)-L-aIaninyWnino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobuty 1)- 5-(2-pyridy 1)- 1 H- 1 ,4-ben£odiazepin-2-one 

3-[(N'-(4-biphenyIacetyl)-L-alaninyl)amino]-2,3-dhiydro-l-(3,3-dimethyl-2- 
oxoburyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-oi^ 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2\3-dihydro-l-(3,3- 
dimethy 1-2-oxobuty 1)- 5-(2-pyridyl)-lH-l ,4-benzodiazgpin-2-one 

3-[(N'-(4-(2-mienyl)butyl)-L-alaninyl)amino]-2,3-dihydrVl-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 
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3V[(N'-(5-methylhexanoyl)-L-alam 

2- Wobuty 1)- 5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3- [(P^(2,6-difluoromandelyl)-L-alaiiinyl)amino]-23-dihydro-l-(3,3- 
dimethyi-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(4-fluoromandely l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5r(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(2,5-dinuoromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-( 
dimethyl-2-oxomityl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(2 ,4 , 6-triflubropheny lacety l)-L-alaniny l)amino] -2, 3-dihydro- 1 -(3,3 - 
dimethyl-2-oxobutyl)v 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(4-fluoro-2-(triflkoromethy l)pheny lacety l)-L-alaniny l)amino] -2,3- 
dihydro- 1 -(3 , 3-dimethy 1^2-oxobuty 1)- 5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2- 
one \ 

3- [(N • -(4 , 4 , 4-trifluorobuty ryVL-alaniny l)amino] -2 , 3 -dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridvl)-lH-l ,4-benzodiazepin-2-one 

3- [(N * -(4- isopropy lpheny lacety J^t^alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3 - 
dimethyl-2-oxobutyl)- 5-(2-pyndyl)-lH-l ,4-benzodiazepin-2-one 

3-[(NXbeta-phenyllactyl)-L-alaninyi)^ 

oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N*-(mandelyl)-L-alaninyl)amino]-2,^dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-chloromandelyl)-L-alaninyl)amin6)]-2,3-d^ 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N * -(iso valery l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin^2-one 

3- [(N ' -(2 , 3 , 5-trifluoropheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2 -oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzoaiazepin-2-one 

3-[(N'-(3-methylthiopropionyl)-L-alaninyl)amino]-2\3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino]\2,3-dihydro-l-(3,3- 
dimethy 1-2-oxobuty 1)- 5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazeDin-2-one 
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M(N'-(3-nitrophenylacetyl)-L-aIaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl- 
2Wobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobkty 1)- 5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N' -U-methbxyphenylacetyl)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N- 
diethyl a\ninoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'^2-tftiopheneacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethylamino\thyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(N w -aceV-N"-phenylglycinyl)L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino]-2 , 3-dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- A 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(3-bromophenyl*;etyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2Vyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(phenylmercaptoacetyJ)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyrMyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-(trifluoromethyl)phenyHa^tyl)-L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyMdyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromemyl)p>enyiacetyl)-L-alaninyl)amino]-2,3-dihydro- 
l-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(cyclohexylacetyl)-L-alaninyl)ammo]-2,3-dihydro-l-(2-N,N-diethylaminoethyi; 
5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-onk 

3-[(N '-(pentafluorophenoxyacety l)-L-alaniny\)amino]-2 , 3-dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benVodiazepin-2-one 

3-[(N'-(beiizo[b]miophene-3-acetyl)-L-alaninyl)a\nino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-beNnzodiazepin-2-one 

3- [(N '-(benzoylformy l)-L-alaninyl)amino]-2 ,3-dihydVo- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-oke 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3rdihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin\2-one 

3-[(N'-(4-(2-mienyl)butyryl)-L-alaninyl)amino]-23-dihydrVl-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-o,ne 
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S-uNXS-methylhexano^ 

amWethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(NV4-fluoromandeIyl)-L-alaniny^ 

aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(2 , S^difluoromandely l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N- 
diethyl amintethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(NM4A4-trtfluorobutyi^ 

diethyl aminoetJm)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-isopropylWnylacetyl)-L-alaninyl)amino]-2^ 

diethyl aminoethyl)- 5r(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(NXbeta-phenyllactyVL-alai^ 

aminoethyl)- 5-(2-pyridylMH-l ,4-benzodiazepin-2-one 

3-[(N , -(mandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH\l ,4-benzodiazepin-2-one 

3- [(N ' -(4-chloromandely l)-L-alaiiiny l)amino] -2 , 3-dihydro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyI)-lH-l ,4>benzodiazepin-2-one 

3-[(N'-(isovaleryl)-L-alaninyI)aminop2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-ben^gdiazepin-2-one 

3-[(N'-(2,3,5-trifluorophenylacety^^ 

N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lHVl,4-benzodiazepin-2-one 

3-[(N^3-methylthiopropionyl)-L-alaninyl^ 

diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benfeodia2epin-2-one 

3- [(N ' -(L-alpha-hydroxy isocaproy l)-L-alaniny O^mino] -2 , 3 -dihydro- 1 -(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-bWodiazepin-2-one 

3 - [(N ' -(3-nitropheny lacety l)-L-alaniny I)amino] -2 , 3-kihydro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-dne 

3-[(N , -(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydWl-(2-^ 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[N-(3,5-difluorophenylacetyl)^ 

(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepirife 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl^^ 

(methy l)-2 , 3 A , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine \ 
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3 A[N-(3 ,5-difluoropheny lacet^^ 

(cwlopropy lmethy l)-2 , 3 ,4 ,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[^(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-m^hylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3^difluorophenylacetyl)-L-valinyI]-amino-2,4-dioxo-l,5-bis- 
(methyl)-V3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-vaIinyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylprowl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3- [N-(3 , 5 -difluoropheny lacety l)-L-norvaliny 1] -amino-2 , 4-dioxo- 1,5- 
bis-(methyl)-2 , 3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2, 4-dioxo- 1,5- 
bis-(cyclopropylmethyl)-2\3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylaceVl)-L- m 

bis-(2-methylpropy l)-2 , 3 ,4, 5-Wahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl|^ 
bis-(methyl)-2,3,4,5-tetrahydr<|-lH-l,5-benzodiazepine 

3-[N-(3 , 5-difluoropheny lacety l)-L-rtiethioninyl] -amino-2 , 4-dioxo- 1,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetr^hydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenyl^aninyl]-amino-2,4-dioxo- 
l,5-bis-(methy!)-2,3,4,5-tetrahydro-lH-l,5rbenzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydrVlH-l,5-benzod 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglyciny v l]-am 
l,5-bis-(2-methylpropyI)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]^amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyI]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l\5-benzodiazepi^^ 
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^-[N-(3 ,5-difluorophenylace^ 
l\5-bis-(2-methy!propyl)-2,3,4,5-tetra^ 

3-[N-(3,5-difluorophenylacetyl)-(2-thienyI)glycine]-amino-2,4-dioxo- 
l,5-ms-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(A5-difluorophenylacetyI)-(2-thienyl)glycine]-amino-2,4-dioxo- 
1 , 5-bis-(cyclopropy Imethy l)-2 ,3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3 ,5-aifluoropheny lacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(2-rrtethylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 , 5-bis-(methy 1V2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluoro\henylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(cyclopropyWethyl)-2,3,4,5-^^^ 

3-[N-(3,5-difluorophewlacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3L4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenyla\ewl)-L-threoninyl]-amino-2,4-dioxo- 



l,5-bis-(methyl)-2,3,4,5-tei 



po-IH-1 ,5-benzodiazepine 



3-[N-(3,5-difluorophenyla</et)m^ 

bis-(cyclopropy lmethyl)-2 , 3 , 4, 5c tetrahy dro- 1H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-I>^rosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 , 3 ,4 ,5-tetrahydrdr 1 H- 1 ,5-benzodiazepine 

3 - [N-(3 , 5-difluoropheny lacety l)-L-ty rWny 1] -amino-2 ,4-dioxo- 1 , 5-bis- 
(methy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenyIacetyl)-L-tyrosinyI]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyI)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopentyIacetyl)-L-alaninyl]-amino-z,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 ^benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4^dioxo-l,5-bis- 
(methy l)-2 ,3,4 , 5- tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropy Imethy l)-2, 3 ,4, 5-tetrahydro- 1H- 1 ,5-benWiazepine 

3-[N-(cyclopentylacetyl)-L-vaIinyI]-amino-2,4-dioxo-\.5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazitpine 




• 
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r[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(irjethy l)-2 , 3 ,4 s 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[Wcyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(cy clopropy lmethy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-m^hy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(cycloMntylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-y3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopenwlacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylihethyl)-2,3,4,5-tetr^ 

3- [N-(cyclopenty lacety l)-L-methioniny 1] -amino-2 ,4-dioxo- 1,5- 
bis-(2-methylpropylp2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyh-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 ,3,4,5 -tetrirfiydro- 1 H- 1 , 5-benzodiazepine 



3-[N-(cyclopentylacetyl)-L-^ 
bis-(cy clopropy lmethy l)-2 , 3 J 



e|hioninyl]-amino-2,4-dioxo-l ,5- 
-tetrahydro-lH-1 ,5-benzodiazepine 



3-[N-(cyclopentylacetyl)-L-pheiiylalaninyl]-amino-2,4-dioxo- 

1 , 5-bis-(2-methy lpropy l)-2 ,3,4, Srtetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenyManinyl]-amino-2,4-dioxo- 
1 , 5-bis-(methyl)-2, 3, 4,5-tetrahydro-^lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylalamnyl]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tet^ 

3-[N-(cyclopentylacetyI)-L-phenylglycinyV|-amino-2,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydfo-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-Wino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-an\ino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrah^ 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amiho-2,4-dioxo- 
l,5-bis-(2-methylpropyl)-2, 3, 4, 5 - tetrahy dro- 1H-1, 5-benzodiazepine 

3-[N-(cyclopenty lacety l)-(2-thienyl)glycine]-amindr2,4-dioxo- 
1 , 5 -bis-(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 




• 
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3VN-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2.4-dioxo- 

1 ,5rbis-(cycIopropylmethyl)-2,3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[NVcyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 

1 ,5-biSr(2-methylpropyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cy61opentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cyclop\ntylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 

1 ,5-bis-(cycloWopylmethyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cyclopentWetyl)-L-serinyl]-amino-2,4-dioxo- 1 ,5-bis- 
(2-methy Ipropy , 3,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopenrylacWl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetylVL-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 ,3 ,4 , 5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylaceryl)-L\threoninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3\4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

3-[N-(cyclopentylaceryl)-L-jy^5sinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3,4,5-telralWdro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosiWl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 , 3 ,4, 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinylVamino-2,4-dioxo- 1 ,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutiyl)-L-alaninyl]\arnino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-\l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-an\ino-2,4-dioxo-l,5- 
bis-(methy l)-2 , 3 ,4, 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-amino-2 ,4-dioxo- 1 ,5-bis- 
(cyclopropy lmethy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2)4-dioxo- 1 ,5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benfeodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-\lioxo-l,5-bis- 
-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepii 
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^[N-(4,4,4-trifluorobutryl)-L- 
(^lopropylmethyl)-2,3,4,5-tetrahydro-l^ 

3-[N\4,4,4-trifluorobuttyl)-L-nora 
bis-(2-Vethylpropyl)-2,3,4,5-tetrah^^ 

3-[N-(4,4V-trifluorobuti^l)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methylV2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-ti^uorobutryl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-triflu<^butryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy lpropylV2, 3 ,4,5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-mfluorobikryl) 

bis-(methyl)-2,3,4,5-tett^hydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobuti7lVL-methioniny 1] -amino-2 ,4-dioxo- 1 ,5- 
bis-(cyclopropylmethyl)-2,3V,5-tetrahydro-lH-l,5-benzodiazep^ 

3-[N-(4,4,4-trifluorobutryl)-L^^ 

1 ,5-bis-(2-methylpropyl)-2,3,4,^tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutiyl)-L-pherWlalaninyl]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro^H-l,5-benzodiazepine 

3- [N-(4 , 4 , 4-trifluorobutry l)-L-pheny laWiny 1] -amino-2 , 4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-teti^ydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-phenylglycin^]-amino-2,4-dioxo- 

-1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydfo-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylglycinyh-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobuti7l)-L-(2-thienyl)glycin^-amino-2,4- 

dioxo- 1 , 5-bis-(2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydfo- 1 H- 1 , 5-benzodiazepine 

3- [N-(4 ,4 ,4- trifluorobutry l)-L-(2-thieny l)glycine] -Miino-2 , 4- 
dioxo-1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-Benzodiazepine 

3-[N-(4,4,4-trifluorobuti7l)-L-(2-thienyl)glycine]-amino-2,4- 
dioxo-1 ,5-bis-(cyclopropylmethyI)-2,3,4,5-tetrahydro\lH-l ,5- 
benzodiazepine \ 




% 
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J-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
hoxo- 1 , 5-bis-(2-methy lpropy l)-2, 3 ,4,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N\(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
dioxo^L5-bis-(methyl)-2, 3, 4, 5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(4,4\4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
dioxo- 1 , 5-bis-(cyclopropy Imethy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 , 5- 
-benzodiazepine 

3-[N-(4,4,4-triflWorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
dioxo-l,5-bis-(2-r^ethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorob|utryl)-L-cyclohexylglycinyl]-amino-2,4- 
-dioxo- 1 , 5-bis-(methy 0r2 , 3 ,4 ,5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryW-L-cyclohexylglycinyl]-amino-2,4- 

dioxo-1 ,5-bis-(cyclopropylinethyl)-2,3,4,5-tetrahydro-lH-l ,5- 
- benzodiazepine 



3-[N-(4,4,4-trifluorobutryl)-L-l 
bis-(2-methylpropyl)-2,3,4,5-teti 



inyl]-amino-2,4-dioxo-l ,5- 
- 1H- 1 , 5-benzodiazepine 



3-[N-(4,4,4-trifluorobutryl)-thre/)ninVl]-aniino-2,4-dioxo-l,5- 
bis-(methyl)-2 , 3 ,4 ,5-tetrahydro- 1H- 1 .^-benzodiazepine 

3-[N-(4,4,4-trifluorobutiyl)-L-threoninyl\amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro\lH-l,5-benzodiazepine 

3-(3,5-difluorophenylacetyl)amino-2,3-dihydr9-l-methyl-5-phenyl-l//-l,4- 
benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amin\j-2,3-dihydro-l-ethyl-5- 
phenyl-l//-l ,4-benzodiazepin-2-one 

3- [N '-(3 ,5-difluorophenylacety l)-L-alaninyl] -amino-^ , 3-dihydro-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

3-[N *-(3 ,5-difluorophenylacetyl)-L-alaninyl] -amino-2,3\-dihydro- 1 -methyl-5- 
( 1 -piperidiny 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] -amino-7-chl^ro-2 , 3-dihydro- 1 ■ 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-7-brom^-2,3-dihydro-l 
methy I-5-(2-fluoropheny 1)- 1 H- 1 ,4-benzodiazepin-2-one 



- 862 -- 



1 5^'-(3,5-difluorophenylacetyl)-N'-methyl-L-alaninyl]-amino-2,3-dihydro 

3-[NV3,5-difluorophenylacetyl)-L-alaninyl]-amino-7-chloro-2,3-dihydro-l 
methyI\5-(2-chJorophenyl)-lH-l,4-benzodiazepin-2-one 

3-[N*-(3,5rdifluorophenylacetyl)-L-alaninyl]-amino-5-cyclohexyl-2,3- 
dihydro- 1 -fnethyl- 1H- 1 , 4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,3-dihydro-l-methyl-7 
nitro-5-phenyl- KH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluordphenylacetyl)-L-alaninyl]-amino-2,3-dihydro-l-methyl-5 
(2-fluoropheny 1)- 1 H\l ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophtenyl-a-hydroxyacetyl)-L-valinyl]-amino-2,3-dihydro-l 
methyl-5-pheny 1- 1 H- 1 X-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyl^o;-hydroxyacetyl)-L-rm-leucinyl]-amino-2,3- 
dihydro-l-methyl-S-phenyl-IJI-l^-benzodiazepin^-one 

3-[N'-(3,5-difluorophenyIacety^-L-alaninyl]-amino-2,3-dihydro-l-methyl-5- 
(3-fluorophenyl)-lH-l,4-benzodiazepin-2-one 

3-[N'K3,5-difluorophenylacetyl)-LMkninyl]amino-2,3-dihydro-l-methyl-5- 
(4-fluorophenyl)- 1 H- 1 ,4-benzodia2fifepJm=2-one 

3-[N'^cyclopentyl-a-hydroxyacetyl)-L^laninyl]-amino-2,3-dihydro-l- 
methyl-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2rone 

3 - [N ' -(cyclopenty l-a-hy droxy acety 1)-L- valW 1] -amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-onte 

3-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]airtino-2,3-dihydro-l ,5- 
dimethyl-lH-l,4-benzodiazepin-2-one \ 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amin\-2,3-dihydro-l-isobutyl-5- 
phenyl)- 1H- 1 ,4-benzodiazepin-2-one \ 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninVl]amino-2,3-dihydro- 
l-methyI-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-[N'-(3,5-dinuorophenyl-a-oxoacetyI)-L-alaninyl]amiriD-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-[N'-(2-methylthioacetyl)-L-alaninyl]amino-2,3-dihydro-\-methyl-5-phenyl- 
lH-l,4-benzodiazepin-2-one \ 
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-[N'-(3,5-difluorophenylac^^ 
pnenyl-lH-1 ,4-benzodiazepin-2-one 

3-[^T-(3,5-difluorophenylacetyl)-L-t^^ 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N*-ta,5-difluorophenylacetyl)-L-ate^ 
5-phenyV 1H- 1 ,4-benzodiazepin-2-one 

S-fN^CS^MifluorophenylacetyO-L-alaninyllamino^^-dihydro-l- 
cyclopropylmethyl-5-phenyI-lH-l,4-benzodiazepin-2-one 

3-[NX3,5-difluorophenyl-a-fl^ 

methy 1-5-phenyV 1 H- 1 ,4-benzodiazepin-2-one 

3-[N , -(3,5-difluor^henylacetyl)-L-alaninyl]amino-23-d% 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[NX3-meAylbutyr^-L-pheny^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-[NX3,5-difluorophenylk<^^ 
methyl-5-phenyl-lH-l,4-beflfe<)diazepin-2-one 

3^NX2-phenylthioacetyl)-l-;^ 
1H-1 ,4-benzodiazepin-2-one 

3-[NM3-methylbutyiyl)-L-alaninyh^^ 
1H-1 ,4-benzodiazepin-2-one 

3-[N'-(2-phenylthioacetyl)-L-pheny^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-(4-methoxyphenyl)propionyl)-L-^aninyl]amino-23-dihydro-l 
methy 1-5-pheny I- 1H- 1 ,4-benzodiazepin-2-ohe 

3-[NX3-bromophenylacetyl)-L-alaninyU 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

S-tN'^-cyclohexylbutyryO-L-alaninyllamino^^dihydro-l-methyl-S- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-[N , -(4-methoxyphenylacetyl)-L-alaninyl]amino-2^dihydro-l-methyl-5-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N*-(3-methyl-2-hydroxylbutyryI)-L-alaninyI]amino-2^3-dihydro-l-methyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 
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3\p^'-(3-methyI-2-hydro 

5-Vieny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-[NV3,3-dimethylb^^ 
phenyl\lH-l ,4-benzodiazepin-2-one 

3-[N'-(thiW2-yl-acetyl)-L^^ 
pyridyl)-lH\l ,4-benzodiazepin-2-one 

3-[N'-(3,5-difmorophenylacetyI)-L-alaninyl]amino-2,3-dih^ 
(2-pyridyl)-lH-K.4-benzodiazepin-2-one 

3- [N ' -(3-bromoph£tay lacety l)-L-alaniny l]amino-2 , 3-dihydro- 1 -methyl-5-(2- 
pyridyl)-lH-l ,4-ben^pdiazepin-2-one 

3-[NX2-phenylthioaceWl)^ 
pyridyl)-lH-l ,4-benzodrazepin-2-one 

3-[N'-(4-ethoxyphenylaceW)-L-alaninyl]amino-23-dihydro-l^ 
pyridyl)-lH-l ,4-benzodiazemn-2-one 

3-[N , -(4-trifluoromethylphen^cetyl)-L-alaninyl]amino-^ 
methyl-5-(2-pyridyl)-lH-l,4-bdtaz^i^epin-2-one 

3-[NX3,5-di(trifluoromethylW^ 
methyl-5-(2-pyridy 1)- 1 H- 1 ,4-bbnzo\iiazepin-2-one 

3- [N * -(2-methy 1 thioacety l)-L-alaninyWmino-2 , 3 -dihydro- 1 -methyI-5-(2- 
py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one \ 

3-[N'-(2-cyclohexylacetyl)-L-alaninyl]aAino-23-dihydro-l-meA^ 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3- [N ' -(2 , 3 A , 5 , 6-pentafluoropheny loxy acetyJ)-L-alaniny 1] amino-2 , 3 -dihy dro- 
l-methyl-5-(2-pyridyl)-lH-l,4-benzodiazepih-2-one 

3-[NXthionaphth-3-ylacetyl)-L-alam^^ 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[N , -(2,4,6-trimethylphenylacetyl)-L-alaninyl]amm^ 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[NX(4-phenyl)phenylacetyl)-L-ate^^ 
' pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[NX3,4-difluorophenylacetyl)-L^ 
(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3HNX4-(thien-2-yl)butyryI)-^ 
pVidyl)-lH-l ,4-benzodiazepin-2-one 

3-[N^-(5-methy Ihexanoy l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -methy l-5-(2- 
py ridyd)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N , -(2\methoxycarbonylacetyl)-L-alaninyl]amino-2,3-dihydro-l-m 
(2-py ridy V 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,6-mfluorophenyl)-a-hydroxyacetyl)-L-alaninyl]amino-2,3-d^ 
l-methyl-5-(2rpyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-fluoro^enyl)-a-hydroxyac^ 

methy l-5-(2-pyriiWl)-lH-l,4-benzodiazepin-2-one 

3-[NM2,5-difluoroMenyl)-a-hydroxyacetyl^^ 
l-methyl-5-(2-pyridW)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trifluoromenyl)acetyl)-L-alaninyl]amino-2,3-dihydro-l^ 
5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl4vfluorophenyl)acetyI)-L-alaninyl]amin^ 
dihydro- 1 -methyl-5-(2-pyriWl VfH- 1 ,4-benzodiazepin-2-one 

3- [N '-(4 ,4 ,4-trifluorobutyi^^L^aniny l]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepinv2-one 

3- [N * -(4-iso-propy lpheny lacety l)\L-alaniny 1] amino-2 , 3-dihy dro- 1 -methy 1-5- 
(2-pyridyl)-lH-l,4-benzodiazepii*2-one 

3-[N'-(3-phenyl-2-hydroxypropionW)-L-alaninyl]amino-23-dihydro-l^ 
methy l-5-(2-pyridyl)- 1H- 1 ,4-benzod\azepin-2-one 

3-[N ' -(phenyl-a-hydroxyacety l)-L-alaAiny l]amino-2,3-dihydro- 1 -methyl-5- 
(2-pyridyl)-lH-l,4-benzodiazepin-2-ona 

3-[N * -(4-chIoropheny 1-a-hy droxy acety alaniny 1] amino-2 , 3-dihydro- 1 - 
methy l-5-(2-pyridyl)-lH-l,4-benzodiazepinr2-one 

3-[N'-(3-methylbutyryl)-L-alaninyl]amino-2)s-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3- [N * -(2 , 3 , 5-trifluoropheny lacety I)-L-aIaniny 1] Lnino-2 , 3-d ihy dro- 1 -methy 1- 
' 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[N'-(3-methylthiopropionyl)-L-alaninyl]amino-2L3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 
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^N'-(3-methyl-2-hydroxybutyryl)-L-alaninyl]amino-2,3-dihydro-l-methyl- 
5^(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'\3-nitrophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridy 1M H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-rrtMhoxypheny lacety l)-L-alaniny l]amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonyimethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'K2-thienyracetyl)-L-alaninyl]amino-2,3-dihydro-l-(re/r- 
butylcarbonylmeflwl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-dinuoropbenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(fe/T- 
butylcarbonylmethyl)^5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

34N'K3-bromophenylac6^1)-L-alaninyl]amino-2,3-dihydro-l-(rerr- 
buty lcarbonylmethy l)-5-(2\t>yridy I)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(2-phenylthioacetyl)-DaIaniny l]amino-2 , 3-dihydro- 1 -(re/T- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-ethoxypheny lacety l)-lALfuny l]amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethy l)-5-(2-py^dVn- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-trinuoromethylphenylaceAl)-L-aIaninyl]amino-2,3-dihydro-l-(re/T- 
butylcarbonylmethyl)-5-(2-pyridyl)-iH-l,4-benzodiazepin-2-one 

3-[N'-(3,5-di-(trifluoromethyl)phenyla\;etyl)-L-alaninyl]amino-2,3-dihydro- 
l-(re/r-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-methylthioacetyl)-L-alaninyl]airiino-2,3-dihydro-l-(re/r- 
butylcarbonylmethyl)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-cyclomethylacetyl)-L-alaninyl]ammo-2,3-dihydro-l-(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2 , 3 ,4,5 ,6-pentafluoropheny loxyacety l)VL-alaniny l]amino-2 , 3-dihydro- 
l-(re/r-burylcarbonylmethyl)-5-(2-pyridyl)-lHAl,4-benzodiazepin-2-one 



3-[N'-(thionaphth-3-ylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(re/T- 
buty lcarbonylmethy l)-5-(2-py ridy l)-lH-l,4-benz)odiazepin-2 -one 

3-[N'-(2,4,6-trimemylphenylacetyl)-L-alaninyl]arrtuio-2,3-dihydro-l-(fm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 
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3 - [N ' -((4-pheny l)pheny lacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(tert- 
buttlcarbonyImethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N\(3,4-difluorophenylacetyl)-L-alaninyl^ 

butylcatoony lmethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[NX4-(2\Aienyl)butyryl)-^ 

butylcarbonylmethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N*-(5-methyI^xanoyl)-L-alaninyl]amino-2,3-dihydro-l-(re/t- 
butylcarbonylmethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[NX2-methoxycart^nyIac^ 

butylcarbony lmethyl)-3r(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(2 f 6-difluoropheny l\oc-hydroxy acety I)-L-alaniny 1] amino-2 , 3-dihy dro- 
l-(rm-butylcarbonylmethyV5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N , -(4-fluorophenyl-a-hydraxyacetyl)-L-alaninyl]amino-2,3-dft^ 
(r^rr-buty lcarbony lmethyl)-5-(2vpyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(2 , 5-difluoropheny 1-a-hycLfo^acety l)-L-alaniny 1] amino-2 , 3-dihydro- 
l-(/err-butylcarbonylmethyO 

3 - [N ' -(2 , 4 , 6-trifluoropheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(f e/T- 
buty lcarbonylmethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(2-trifluoromethy 1-4-fluorophenylacety l)-L-alaniny 1] amino-2 , 3- 
dihydro- 1 -(tert-buty Icarbony lmethy l)-5-C2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2- 
one \ 

3- [N ' -(4 , 4 ,4-trifluorobutyry l)-L-alaniny 1] atoino-2 , 3-dihydro- 1 -(r^rr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l/4-benzodiazepin-2-one 

3-[N'-(4-/j0-propylphenyla^ 

butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-bekzodiazepin-2-one 

3-[N'-(3-phenyl-2-hydroxypropionyl)-L-alaninyhamino-23-dihydro-l-(fe/r- 
buty Icarbony lmethy l)-5-(2-py ridy 1)- 1 H- 1 ,4-benzddiazepin-2-one 

3- [N * -(pheny 1-a-hydroxyacety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -(tert- 
buty Icarbony lmethy l)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

*3-[N , -(4-chlorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(/err- 
buty Icarbony lmethy l)-5-(2-py ridy l)-lH-l,4-benzodiazebin-2-one 



• 
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5-[N'-(3-methylbutyryl)-L-alaninyl]amino-2,3-dihydro-l-(re/t- 
bilwlcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 

3-[NW2 ,3 , 5-trifluorophenylacetyl)-L-alaninyl]amino-2 , 3-dihydro- l-(tert- 
butylcWbonyImethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(3Wthy lthiopropiony l)-L-alaninyl] amino-2 , 3-dihydro- 1 -(tert- 
butylcarboWlmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(3-metlWl-2-hydroxy bury ryl)-L-alaniny I]amino-2 , 3-dihydro- 1 -(tert- 
buty Icarbony lnirthyl)-5-(2-py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-nitropheiWlacetyl)-L-alaninyl]amino-2,3-dihydro-l-(re/r- 
butylcarbonylmethyV5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-methoxypheny^cetyl)-L-alaninyl]arnino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethyl)-5-(2^py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-thienylacetyl)-L-alWnyl]amino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethyl)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N' -(3 , 5-difluorophenylacetylMialaniny l]amino-2, 3-dihydro- 1 -(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridy1J^ffi- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylaceryl)-L-aIariiriyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH\l,4-benzodiazepin-2-one 

3-[N'-(2-phenylthioacetyl)-L-alaninyl]a)»iino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l ,4\benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacetyl)-L-alaninyl]ariiino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-be\izodiazepin-2-one 

3-[N'-(2-methylthioacetyl)-L-alarunyl]amino-2\.3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l ,4-benzi>dia2epin-2-one 

3-[N'-(2-cyclohexylacetyl)-L-alaninyl]amino-2,3Vdihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(2 , 3 ,4 ,5 , 6-pentafluorophenyloxyacety l)-L-alkninyl] amino-2,3-dihydro 
l-(2-(N,N-diethylarnino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
3- [N '-(2-thionaphth-3-ylacety l)-L-alaniny l]amino-2 ,B-dihydro- 1 -(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazdtpin-2-one 

3-[N'-(2-phenyl-2-oxoacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazep\n-2-one 
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KN'-(2,4,6-trimethylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2- 
(^,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[rHK(4-phenyl)phenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
5 diethylamino)ethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-((3^4-difluorophenyI)acetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamifto)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3-[N'-((4-(thi6n-2-yl)butyryl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
£;i diethylamino)emyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

at 

p j 3-[N ' -(5-methy lhe\anoyl)-L-alaniny l]amino-2 , 3-dihydro- l-(2-(N,N- 

I diethylamino)ethyl)^5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

IS! 3-[N'-(2-methoxycarbdnyIacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
J[j j diethylamino)ethyl)-5-(2\pyridyl)-lH-l,4-benzodiazepin-2-one 

Q 3-[N'-(2,6-difluorophenyl-\-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
20 l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



Si 

fit 



j| 3- [N ' -(4-fluoropheny l-a-hydro>;y^ae^l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -(2- 

(N , N-diethy lamino)ethyl)-5-(2-^i0yl)- 1 H- 1 ,4-benzodiazepin-2-one 



25 



30 



3-[N'-(2,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 

1- (2-(N,N-diethylamino)ethyl)-5-(2-pvridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(4-hydroxymethy lphenyloxyacety l)-L-alaniny I] amino-2 , 3-dihydro- 1 - 
(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trifluorophenylacetyl)-L-alamnyl]amino-2,3-dihydro-l-(2- 
(N , N-diethy lamino)ethy l)-5-(2-pyridyl)- lH'r 1 ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluorophenylacetyl)-L-alaninyl]amino-2,3- 
35 dihydro- l-(2-(N,N-diethy lamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin- 

2- one 



40 



3-[N'-(4,4,4-trifluorobutyryl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N' -(4-/j<?-propylphenylacetyl)-L-alaninyl]amino^2 , 3-dihydro- 1 -(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazfepin-2-one 



' 3-[N'-(3-phenyl-2-hydroxypropionyl)-L-alaninyl]amirip-2,3-dihydro-l-(2- 
45 (N , N-diethy lamino)ethy l)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



• 
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*Sr [N ' -(pheny 1-a-hydroxyacety l)-L-alaniny I] amino-2 , 3-dihydro- 1 -(2-(N , N- 
difethy lamino)ethy l)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3- [^^^(4-chloropheny 1-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2- 
(N,N-^thylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N , -(3,^ifluorophenyl-a-hydroxyacetyI)-L-3-thienylglycinyl]amino^ 
dioxo-1 ,5-^(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 

3 - [N * -(3 , 5-difluoropheny 1-or-hydroxy acety l)-L-alaniny 1] amino-2 , 4-dioxo- 1 - 
phenyl-5-methyl-A3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3- [N ' -(3 , 5-difluorophhny 1-a-hydroxy acety l)-L-alaniny 1] amino-2-oxo- 1 - 
methyl-5-phenyl-l ,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N ' -(3 , 5-difluoropheny latety l)-L-alaniny 1] amini-L- 1 H-imidazole [ 1 , 2-a] -6- 
phenyl-l,4-benzodiazepine \ 

4- [N'-(3 ,5-difluorophenylacetylVL^aninyl]amino-L-lH-imidazole[l ,2-a]- 
2,4-dihydro-6-phenyl- 1 ,4-benzodkKOTine 

4- [N ' -(3 , 5-difluoropheny lacety l)4.-sfUininy 1] amino-L-4H [ 1 , 2 , 4] triazole [4,3- 
a]-6-phenyl-l ,4-benzodiazepine \ 

3-[N*-(3,5-difluorophenylacetyl)-L-alaniiWl]amino-2,4-dioxo-l,5-bis-(l- 
methylethyl)-2,3 ,4, 5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-(R)-2-thien^glycinyl]amino-2,4-dioxo-l^ 
bis-( 1 -methy lethyl)-2 ,3 ,4,5-tetrahydro- 1H- 1 ^^benzodiazepine 

3- [N ' -(cyclopropy lacety l)-R-2-thieny lglyciny 1] amino-2 , 4-dioxo- 1 , 5-bis-( 1 - 
methy lethyl)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N'-(cyclopentylacetyl)-R-2-thienylglycinyl]amino^2,4-dioxo-l,5-bis-(l- 
methylethy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-methyl- 
2 , 3 ,4, 5-tetrahydro- 1 H- 1 ,5-benzodiazepine \ 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]aminor2,4-dioxo-l,5- 
b is-methy 1-2,3,4,5 - tetrahy dro- 1 H- 1 , 5 -benzodiazep ine \ 

- 3-[N'-(3,5-difluorophenylacetyI)-L-alaninyl]amino-2,4-dioxo\l,5-bis-(2- 
methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine \ 
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3\TN'-(cyclopentylacetyl)-L-aIaninyl]amino-2,4-dioxo-l,5- 

3-[N'^ycIopropylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,^ 
methy lpfopy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N'-(3,5-^uorophenylacetyO 
bis-(2-methylWopyl)-2,3,4,5-tetraty 

3-[N'-(3,5-difluc^phenylacetyl)-L-alaninyI]-amino-2,4-diox 
(cy clopropy Imethy tV2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N'-(cyclopentylaceM)-L-alaninyI]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3U, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N , -(cycIopentyl-a-hydr^yacetyl)-L-alaninyl]-amino-2,4-dio^ 
(cyclopropy!methyl)-2 ,3 ,4,5^tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N , -(3,5-difluorophenylacetylVL-alaninyl]-amino-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-23,4,5-tetrahydto-m-l,5-benzodiazepine 

3-[N'-(3,5-difluorophenyl-a-hydro^pH^ 

1 ,5-bis-(2,2-dimethylpropyl)-2,3y4 J&etrahydro-lH-l ,5-benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyl]armno-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l\5-benzodiazepine 

3-[N'-(cyclopentyl-a-hydroxyacetyI)-L^ 
(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lHAl,5-benzodiazepine 

3- [N 9 -(3 , 5 -difluoropheny lacety l)-L-alaniny 1] -aWno-2 , 4-dioxo- 1 , 5-bis- 
phenyl-2,3,4,5-tetrahydro-lH-l,5-benzodiazepme 

3-[N'-(cyclopentylacetyl)-L-alaninyl]amino-2,4-dWo-l,5-bis-phenyl- 
2, 3, 4, 5-tetrahydro- 1H-1, 5-benzodiazepine \ 

3-[N'-(cyclopentyl-or-hydroxyacetyl)-L-alaninyl]-an^no-2,4-dioxo-l,5 
phenyl-2, 3, 4, 5-tetrahydro- 1H-1 ,5-benzodiazepine \ 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3\dihydro-l-methyl-5- 
phenyl-li/-l,4-benzodiazepin-2-one \ 

S-lN'-CcyclopentylacetyO-L-alaninylJ-amino-T-methyl-sVdihydro-eH- 
*dibenz[b,d]azepin-6-one \ 

S-lN'-CS-cyclopentylpropionyO-L-alaniny^-amino-T-methyl-SJ-dihydro- 
6H-d ibenz [b , d] azep in-6-one 
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^{N'-(cyclohexylacetyI)-L-alai^ 
dihenzfb , d] azepin-6-one 

5-{N'Vt-butylacetyI)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzjnu d]azepin-6-one 

S-jN'-Cph^ylacetyO-L-alaninylj-amino^-methyl-S ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-bromtohenylacetyl)-L-aIaninyl}-amino-7-methyl^ 
dibenz[b , d]azepih-6-one 

5-{N'-(3-fluoropheVlacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-cWorophenylac^l)-L-alaninyl}-amino-7-meth^ 
dibenz[b,d]azepin-6-one \ 

5-{NX3-(trifluoromethyl)phto^ 
dihydro-6H-dibenz[b ,d] azepin^6-one 

5-{N'-(4-fluorophenylacetyl)-L-aMipyl}-am^ 
dibenz [b , d] azep in-6-one / 7y 

5-{N*-(hexanoyl)-L-alaninyl}-amino-7^nethyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(hepmnoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{3 ,4-difluoropheny lacetyl)-L-alaninyl}-amind\7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(cyclopropylacetyl)-L-alaninyl}-amino-7-metkyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5 - { N ' -(2-cyclopentene- 1 -acety l)-L-alaniny 1 } -amino-7-iriethy 1-5 , 7-dihy dro- 
6H-dibenz[b , d] azepin-6-one \ 

S-fN'-CS-cyclohexylpropionyO-L-alaninylJ-amino^-methja-S ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N , -(isovaleryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
- dibenz[b,d]azepin-6-one \ 



5-{N'-(citronellyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6 
dibenz[b,d]azepin-6-one 
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^{N'-(3-benzoylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{>k-(2-chlorophenylacetyl)-L-ate^ 
dibenzf b , d] azepin-6-one 

5-{N , -(4VentenoyI)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , ojazep in-6-one 

5-{N'-(valei^)-L-alaninyl}-aniino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(2-thiophmecetyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin\6-one 

5-{N'-(4-(2-thienyl)Wtyryl)-L-alaninyl}-amino-7-meA^ 
dibenz[b ,d] azepin-6-one 

5-{N'-(4-(4-nitrophenyl>butyryl)-L-alaninyl}-amino-7-methyI^ 
6H-dibenz[b ,d] azepin-6-one^ 

5-{N'-(2,4-difluorophenyl^ff^)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one A 

5-{N '-(2 ,6-difluorophenylacety VL-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one \ 

5-{N , -(4-isopropylphenylacetyl)-L^laninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one \ 

5- {N * -( 1 -adamantaneacety l)-L-alaninyT} -amino-7-methy 1-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{NXcyclohexanepentanoyl)-L-alani^ 
dibenz[b,d]azepin-6-one A 

5-{N'-((methylthio)acetyl)-L-alaninyl}-amirto-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N , -(2-thiophenepentanoyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one \ 

5 - { N * -(2-norbornaneacety l)-L-alaniny 1 } -amino-7-Wthyl-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3,5-difluorophenylacetyl)-4-ethylnorleucinyl}-amino-7-methy 
d ihy dro-6H -d ibenz [b , d] azep in-6-one 
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5^N'-(3,5-difluorophenylacet^^^ 
dflwdro-6H-dibenz [b , d] azep in-6-one 

5-{NV(3,5-difluorophenyte 

5 , 7-dihvdro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3^difluorophenylacetyl)^-cyclohexylhomoalaninyl}-am 
methy 1-5 , 7*dihydro-6H-dibenz[b,d] azepin-6-one 

5- {N ' -(3 ,5-difluoropheny lacety^^ 
dihydro-6H-dibenz[b , d] azepin-6-one 

5- { N ' -(3 , 5-difluor^heny lacety 0 
dihydro-6H-dibenz [V , d] azepin-6-one 

5-{N'-(cyclohexylace^ 
6H-dibenz [b , d] azepin-6-tone 

5-{N'-(cyclopropylacetyl)4^thylnorleucinyl}-amino-7-meA^ 
6H-dibenz[b,d]azepin-6-one V7| 

5-{N'-(isovaleryl)^-ethyln^^ 
dibenz [b , d] azepin-6-one \ 

5-{N'-(3-(trifluoromethyl)phenylaceVl)^-ethylnorleucinyl^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NX3,4-difluorophenylacety)^n^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(2,4-difluorophenylacety)^-ethylnorle\cinyl}-amino-^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-fluorophenylacetyl)^-m^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{NMcyclopentylacetyl)^-methyta^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{NMcyclohexylacetyl)^-methy^ 

6H-dibenz[b,d]azepin-6-one V 

5-{N'-(cyclopropyIacetyl)^-methylnorleucinyl}-amino-7-i\e 
-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(2-thiopheneacetyl)^-methylnorleucinyl}-amino-7-metl^ 
dihydro-6H-dibenz[b,d]azepin-6-one 
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{ N ' -(iso valery l)-4-methy lnorleuciny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dilaenz [b , d] azepin-6-one 

5-{I^-(3-(trifluoromethyl)phenylace^ 
meth^-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NX^uorophenylacetyl)-4-methylnori^^ 
dihydro-6M-dibenz[b,d]azepin-6-one 

5-{N'-(3,4-difluorophenyto 
dihydro-6H-dic^enz[b,d]azepin-6-one 

5-{N'-(2,4-difluoi^phenylacetyl)-4-methylnorleucinyl}-amino-7-m 
dihy dro-6H-dibenz fb , d] azepin-6-one 

5-{N , -(3-fluorophenyl^etyl)-4-cyclohexylhomoalaninyI}-amino-7-meA^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{NXcyclopentylacetyl)Vcyclote 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(cyclohexylacetyI)-4-cyfi^exylhomoalaninyl}-amino-7-^ 
dihydro-6H-dibenz [b , d] azepin-6K>ne 

5-{NXcyclopropylacetyl)-4-c^ 
dihydro-6H-dibenz[b , d] azepiif-6-onte 

5-{N'-(isovaleryl)^-cyclohexylhomoM^nyl}-amino-7-methyU 
6H-dibenz[b,d]azepin-6-one \ 

5-{NX4-fluorophenylacetyl)-4-cycto^^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(3,4-difluorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7 
methy 1-5 ,7-dihydro-6H-dibenz[b ,d]azepin-6-onte 

5- {N ' -(2 , 4-difluoropheny lacety I)-4-cy clohexy lhomoalaniny 1 }-amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-fluorophenylacetyl)-6-fluoronorleucinyI}-aimno-7-methyl-5,7-- 
dihydro-6H-dibenz[b , d] azepin-6-one \ 

5-{N , -(cyclopentyIacetyl)-6-fluoronorleucinyl}-amino-7-tnethyl-5^ 
-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(cyclohexylacetyl)-6-fluoronorIeucinyl}-amino-7-memyl-5 ,7-dihydro- 
6H-d ibenz [b , d] azepin-6-one \ 



• 
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^{N'-(cyclopropylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7-dihydro- 
6FL-dibenz[b , d] azepin-6-one 

5-{I^(isovalei7l)-6-fluoronorleucinyl}-amino-7-methyI-5 ,7-dihydro-6H- 
dibenztt) , d] azepin-6-one 

5-{N'-(3-\trifluoromethyI)phenylacetyl)-6-fluoronorleucinyl}- 
methyl-5j\dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-fluorophenylacetyl)-6-fluoronorleucinyI}-amino-7-methyl-5 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3,4-difluo^henylacetyI>^^ 
dihydro-6H-dibenzft>,d]azepin-6-one 

5-{NX2,4-difluoroph^ylacetyl)-6-fl^^ 
dihydro-6H-dibenz[b , d] fcepin-6-one 

5-{NM4-methoxyphenyla^tyl)-L-al^ 
6H-dibenz[b,d]azepin-6-oiA 

5-{N'-(3-(4-methoxyphenyl)prtoionyl)-L-alaninyl}-amino-7-^^ 
dihy dro-6H-dibenz [b , d] azepin-o^pne 

5- {N ' -( 1 -naphthy lacety l)-L-al^ 
dibenz [b , d] azepin-6-one \ 

5-{NX3,4-methylenedioxyphenylacem^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(hydrocinnamyl)-L-alaninyl}-aminO-7-methyl-5 ,7-dihydro-6H- 
dibenzfb , d] azepin-6-one \ 

5-{N'-(octanoyl)-L-alaninyl}-amino-7-methyK5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N'-(3-(3-hydroxyphenyl)propionyI)-L-alanin^}-amino-7-methyl- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-(4-methylphenyl)propionyl)-L-alaninyl}-arhino-7-methy 
dihy dro-6H-d ibenz [b , d] azepin-6-one \ 

5-{N'-(3-(4-chlorophenyl)propionyl)-L-alaninyl}-amin\-7-^ 
' dihydro-6H-dibenz[b,d]azepin-6-one A 

5-{N'-(3-phenylbutyiyl)-L-alaninyl}-amino-7-methyI-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 
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5^N'-(3-(4-hydroxyphenyl)propionyl)-L-aIaninyl}-amino-7-methyl-5J^ 
dinydro-6H-dibenz[b,d]azepin-6~one 

5 "{ N V3,4,5-trifluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro\6H-dibenz[b , d] azepin-6-one 

5-{N , -(4-(VmethoxyphenyI)butyiyl)-L-alaninyl}-amino-7-meth^ 
dihy dro-6H\iibenz[b , d] azepin-6-one 

5-{N'-(3-(metlWycarbonyO 

dihy dro-6H-dibeto: [b , d] azep in-6-one 

5-{N*-(4-phenylbumyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-bne 

5-{N'-(3-(benzylthio)-OTopion^^ 
6H-dibenz[b , d] azepin-6^one 

5-{N , -(3-methylpentanoyl)Walaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N'-(7-carbomethoxyheptanVl)-L-alaninyl}-amino-7-me^ 
6H-dibenz [b , d] azepin-6-one Y> 

S-lN'-CZ-indanylacetyO-L-alatUi^-amino^-methyl-S ,7-dihydro-6H- 
dibenz[b,d}azepin-6-one \ 

5-{N'-(5-carbomethoxypentanoyl)-L-\laninyl}-amino-7-meth^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(2-methyl-3-Benzofuranacetyl)-L-^aninyl}-amino-7-me 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(propionyl)-L-alaninyl}-amino-7-met»yl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-methoxypropionyl)-L-alaninyl}-amin(A7-methyl-5 
dibenz[b , d] azepin-6-onie \ 

5-{N'-(3-(4-fluorophenyl)propionyl)-L-alaninyl}-ainino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-(4-fluorophenoxy)propionyl)-L-alaninyl}-arrtino-7-methy 
- dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-pentenoyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one \ 
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5^N'-(4-(2.4-dichlorophenoxy)butyiyl)-L-aIaninyl}-amino-7-m 
dmydro-6H-dibenz[b,d]azepin-6-one 

5-{I^-(2,3-dicWorophenoxyacetyO 
6H-diWiz[b,d]azepin-6-one 

5-{N , -(3\4-chIorobenzoyl)propionyl)-L-alaninyl}-amino-7-methyl- 
dihydro-6Hrdibenz[b , d] azepin-6-one 

5-{N'-(4 , -nu^osuccinanilyl)-L-alaninyl}-amino-7-methyl-^ 
dibenzfb , d]azepin-6-one 

5-{N'-(n-(diphenyimethyl)glutaramyl)-L-alaninyl}-^ 
dihy dro-6H-dibenz fb , d] azepin-6-one 

5-{N'-(2-fluorophenyl\cetyl)-L-alaninyl}-amino-7-methyl-5,^ 
dibenz[b , d] azepin-6-ona 

5-{N'-(cyanoacetyl)-L-ala\unyl}-amino-7-methyl-5J-dihydro^ 
dibenz [b , d] azepin-6-one \ 

5-{N'-(succinanilyl)-L-alaninVl}-amino-7-methyl-5J-dihydro 
dibenz[b , d] azepin-6-one \ 

5-{NX2,4-dichlorophenoxyac<^ 
6H-dibenz[b,d]azepin-6-one l\ 

5-{NX2-nitrophenylacetyl)-L-ala^ 
dibenz [b , d] azepin-6-one \ 

5-{NXbeta-propylhydrocinnamyl)^^^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(3-(2,4-dimethylbenzoyl)propionylVL-alaninyl}-^^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(2-fluoro-3-(trifluoromethyl)phenylac^l)-L-alaninyl}-amino-7- 
methy 1-5 , 7-dihydro-6H-dibenz [b , d] azepin-6-dhe 

5-{N , -(2,4,6-trifluorophenylacetyl)-L-alaninyl}\amino-7-^ 
dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{N'-(4-fluoro-2-(trinuoromethyl)phenyIacetyl)-Lalaninyl}-a^ 
methy 1-5 , 7-dihydro-6H-dibenz[b ,d] azepin-6-one \ 

5-{N'-(2-fluoro^-(trifluorome^ 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 
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5^N'-(4-hydroxyphenyIacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dioenz[b,d]azepin-6-one 

5-{NV4-methoxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5- {N '-(2-m^thoxy pheny lacety l)-L-aIaniny 1 } -amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b)d]azepin-6-one 

5-{N'-(2-bromoMenylacetyl)-L-alaninyl}-amino-7-meA^ 
dibenz [b , d] azep inS6-one 

5-{N'-(4-benzyloxyi*enoxyace^^ 
6H-dibenz[b, d] azepin^6-one 

5-{N'-(4-hydroxyphenoxWetyl)-L-alaninyl}-amino-7-methyl 
6H-dibenz[b,d]azepin-6-onfe 

5-{N'-(levulinyl)-L-alai^ 
dibenz[b , d] azepin-6-one \ 

5-{N'-(2-hydroxyphenylacetyl)-L\laninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \S] 

5-{N'-(3,4-dimethoxyphenylacety^ 
dihydro-6H-dibenz[b ,d]azepin-6-one \ 

5-{NX3-(4-methoxybenzoyl)propio^^ 
dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{NX3-(4-phenylbenzoyl)propio^ 
dihydro-6H-dibenz[b ,d]azepin-6-one \ 

5-{N'-(3-hydroxyphenylacetyl)-L-alaninyl}-amin\-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N , -(N-acetyl-N-phenylglycinyl)-L-alaninyl}-amiAp-7-meA^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(thiophene-3-acetyl)-L-alaninyl}-amino-7-methyL5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5- { N ' -(6-pheny Ihexanoy l)-L-alam^ 

*dibenz[b,d]azepin-6-one \ 

5-{N'-(cyclohexanebutyryl)-L-alaninyl^^ 

d ibenz [b , d] azep i n-6-o ne \ 
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5\{ N ' -(2 , 3 , 5-trifluoropheny lacety l)-L-alaniny I }-amino-7-methy 1-5 , 7- 
dilWdro-6H-dibenz[b,d]azepin-6-one 

5 - { N ' -^2 ,4,5 -trifluoropheny lacety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7- 
dihydro-^H-dibenz[b , d] azepin-6-one 

5- { N ' -( vinyWety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-methyltl^propionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H 
dibenz [b , d] azep in-6r one 

5-{N'-(3-nitrophenylaWyl)-L-alaninyl}-amino-7-methyl-5,7-dihy 
dibenz[b,d]azepin-6-onk 

5-{N'-(n-tert-butylsuccin^yl)-L-alaninyl}-amino-7-methyl-5,7-d^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(4-bromophenylacetyl)-yalaninyl}-amino-7-methyl-5,7-^ 
dibenz [b , d] azepin-6-one \ 

5-{NM3-(4-fluorobenzoyl)propion^ 
dihydro-6H-dibenz[b , d] azepin-6^oni! 

5-{N'-(o-cWorophenoxyacetyl)-L-alamnyl}-amino-7-methyl-5,7-dihyd 
dibenz[b,d]azepin-6-one \ 

5- { N ' -(p-toly lacey l)-L-alaniny 1 } -amino-7\methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N'-(m-tolylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dih^ 
dibenz [b , d] azepin-6-one \ 

5-{N'-(3,4-dichlorophenylacetyl)-^ 
6H-dibenz[b , d] azepin-6-one \ 

5-{N*-(4-chlorophenoxyacetyI)-L-alaninyl}-aminoV-methyl-5,7-dihydro 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-methylphenoxyacetyl)-L-alaninyl}-amino-7-\nethyl-5,7-dih^ 
6H-dibenz[b,d]azepin-6-one \ 

5- { N ' -(4-isopropy Iphenoxy acety l)-L-alaniny 1 } -amino-7-rtiethy 1-5 , 7-dihydro- 
"6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyIV5,7-dihydro-6H 
dibenz[b,d]azepin-6-one \ 
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5V { N ' -(pheny lmercaptoacety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 
di qenz [b , d] azepin-6-one 

5_ {N ^4-ethoxyphenylacetyI)-L-alaninyl}-am^ 
dibenz[Vd]azepin-6-one 

5-{N , -(2,5^imethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 
dihydro-6H-^ibenz[b , d] azepin-6-one 

5-{N'-(o-tolylaci^l)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepinS6-one 

5-{N'-(33-diphenyl^pionyI)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-phenoxypropioiw)-L-alaninyl}-amino-7-methyl-5,7-dihydro 
dibenz[b ,d]azepin-6-one \ 

5-{NM4-(trifluoromethyl)phe^ 
dihy dro-6H-dibenz [b , d] azepin-o\one 

5-{N'-((4-methylphenoxy)acetyl)-:^Q^nyl}-amino-7-methyi-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one //\~ 

5-{N'-(2-phenoxyphenylacetyl)-L-alaniiM}-amino-7-methyl- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-phenoxyphenylacetyl)-L-alaninyl}-^nino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5 - { N ' - (3 , 4-dichlorophenoxy acety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro- 
6H-dibenz [b , d] azep in-6-one \ 

5-{NX4-fluorophenoxyacetyl)-L-alaninyl^^ 

d ibenz [b , d] azepin-6-one \ 

5-{N'-(3,4,5-trimethoxyphenylac 

dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{N'-(2,4-dichlorophenylacetyl)-L-alaninyl}-amino-7-methyK^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-thianaphthenacetyl)-L-alaninyl}-amino-7-methyl-5,7-diW 
" dibenz[b,d]azepin-6-one \ 

5-{N'-(methoxyacetyl)-L-alaninyl}-amino-7-meihyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one A 
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yN , -(ethoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dib^enz [b , d] azep in-6-one 

5-{N^henoxyacetyl)-L-alaninyl}-amino-7-methyi-5,7-dihydro-6H- 
dibenz[tx.d]azepin-6-one 

5-{N , -(3-n^oxyphenoxyacetyI)-L-aIaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b)d]azepin-6-one 

5-{N'-(4-butoxjWnylac^^ 
dibenz[b,d]azepin^6-one 

5-{N , -(3-(2-methoxyWnyl)propionyl)-L-alaninyl}-amino-7 
dihydro-6H-dibenz[b,olazepin-6-one 

5-{N'-(N,N-dimethylsuc^amyI)-L-aIaninyl}-amino-7-meth^ 
6H-dibenz [b , d] azepin-6-oiK 

5-{N'-(3-(3,4-methylenediox^henyl)propionyl)-L-alaninyl}-amino-7- 
methy 1-5 , 7-dihydro-6H-dibenz [V d] azepin-6-one 



5-{N'-(2-cWoro-6-fluorophenylace) 
dihydro-6H-dibenz[b,d]azepin-6-c 



l-alaninyl}-amino-7-methyl-5 J- 



5-{NX2,5-difluorophenylacetyI)-L-al 
6H-dibenz[b , d] azepin-6-one 

S^NXpentafluorophenoxyac^ 
6H-dibenz[b,d]azepin-6-one 

M N *-(3,5-bis(trifluoromethyl)phe^ 
5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N > -(3,5-dimethylphenoxyacetyI)-L-alaninyl}-aiAino-7-meA^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-cWorophenylacetyl)-L-alaninyl}-amino-7-me\^yl-5 
dibenz [b , d] azepin-6-one 

5-{N'-(3-cWorophenoxyacetyl)-L-alaninyl}-amino-7-metHyI-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(benzo[b]thiophene-3-acetyl)-L-alaninyl}-amino-7-m^yl-5,^ 
dihydro-6H-dibenz[b,d]azepii>6-one 

5-{NX3,5-dimethoxyphenylacetyl)-L-^^^ 
dihydro-6H-dibenz[b,d]azepin-6-one 
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5^N'-(2,5-dimethyIphenylac^^ 
6Hrdibenz[b,d]azepin-6-one 

5-{N'\mesityIacetyl)-L-alaninyl}-amino-7-methyI-5 ,7-dihydro-6H- 
d ibenz [u\d] azep in-6-one 

5-{N'-(4-biWnylacetyl)-L-alaninyl}-amino-7-methyl-5J-d^ 
dibenz[b,d]azepin-6-one 

5-{N'-(N-(tert-buWycarbonyl)-3-aminopropionyl)-L-alaninyl}-amin^ 
methy 1-5 , 7-dihy dro^H-dibenz[b,d]azepin-6-one 

5-{NXtrans-styrylacetWL-ala^^ 
dibenz[b,d]azepin-6-one\ 

5-{N , -(4-acetamidobutyiyI)^-alaninyl}-amino-7-methyl-5^ 
dibenz[b t d]azepin-6-one \ 

5-{N , -(3-(2-chlorophenyl)propioWl)-L-alaninyl}-amino-7-methyI-5,7 
dihy dro-6H-dibenz [b , d] azepin-6-otie 

5-{NXbutyiyl)-L-alaninyl}-amino^ 
dibenz[b,d]azepin-6-one \ yj 

5-{NXtrans-3-hexenoyI)-L-aIaninyl}-aj^^ 
dibenzfb , d] azepin-6-one A 

5-{NX5-phenylvaleryI)-L-alaninyl}-amino^ 
dibenz[b,d]azepin-6-one \ 

5-{NX3-(3-methoxyphenyl)propionyl)-L-al^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{NM4-cMoro-beta-methylhydrociim^ 

5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{N'-(3-(trifluoromethyl)butyryl)-L-alaninyl}-amino-7W^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(alpha-naphthoxyacetyl)-L-alaninyl}-amino-7-methyV5 , 7-dihy dro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N*-(3-(4-phenoxybenzoyl)propionyl)-L-alaninyl}-amino-7-\neth^ 
dihydro-6H-dibenz[b , d] azepin-6-one \ 

5-{N , -(3-(2-trifluoromethyIbenzoyI)propionyl)-L-alaninyl}-aminb-7-meth^ 
5 , 7-dihy dro-6H-d ibenz [b , d] azep in-6-one \ 
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5^N'-(3-benzoylamino-3-phenyl-propionyl)-L-alaninyl}-amino-7-methyl- 
5 , \-dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N^(4-(hydroxyimino)pentanoyl)-L-alaninyl}-ainino-7-methyl-5,7- 
dihydro^6H-dibenz[b,d]azepin-6-one 

5-{N'K4'-i^thylglutaranilyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azfcpin-6-one 

5-{N'-((4-(4-ethyVphenoxy)-phenoxy)-acetyl)-L-alaninyl}-amino-7-methyl- 
5 , 7-dihydro-6H-diBenz[b,d]azepin-6-one 

5-{N'-(3-BenzoylO-plWylpropionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'K4^hydroxymethyl)phenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepihr6-one 

5-{N'^4,4,4-trinuorobutyryl)-I>alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-isobutyrylamino-3-phenyl-p>opionyl)-L-alaninyl}-amino-7-methyl- 
5J-dihydro-6H-dibenz[b4]azepin-6-driL 

5-{N'-((2-methylphenoxy)acetyl)-L-aJjttyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3Kphenylsulfonyl)propionyl)-L-alaniAyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-nitrophenylacetyl)-L-alaninyl}-amino-7vmethyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'^3-ethoxypropionyl)-L-alaiunyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(23-difluoromandelyl)-L-alaiiinyl}-amino-7-methyI-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(2,6-difluoromandelyl)-L-alaninyl}-amino-7-methyl\5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(4-nuoromandelyl)-L-alaninyl}-amino-7-methyl-5,7-dmydro-6H- 
- dibenz[b,d]azepin-6-one \ 

5- {N ' -(2 ,5-difluoromandelyl)-L-alaniny 1 } -amino-7-methy 1-5 , 7\iihydro-6H- 
dibenz[b,d]azepin-6-one \ 
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S^N'-(dl-beta-phenyllactyl)-L-alaninyI}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'\dl-mandelyl}-amino-7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 
one \ 

5-{N , -(p-cMoromandelyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]aztoin-6-one 

5-{NXl-alpha-hWoxyisocapro^^ 
6H-dibenz[b,d]azebin-6-one 

S-iN^C^bromomandWo-L-alaninyll-amino^-methyl-S ,7-dihydro-6H- 
dibenz[b , d]azepin-6-onfe: 

5-{N , -(l-(+)-lactyI)-L-alahinyl}-amino-7-methyl-5J-dih^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(d-3-phenylacetyl)-L-al^nyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N'-(5-methyIhexanoyl)-L-alani^l}-amino-7-methyl^ 
d ibenz [b , d] azep in-6-one \L 

5-{N'-(3,5-difluorophenylacetyl)-L^^onin^ 
dihydro-6H-dibenz[b,d]azepin-6-oiie \ 

5-{NM3,5-difluorophenylacetyl)-L^^ 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3,5-difluorophenylacety^^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{NX3,5-difluorophenylacetyl)-L^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{NX3,5-difluorophenylacetyl)-L-te 

6H-dibenz [b , d] azepin-6-one \ 

5-{N , -(3,5-difluorophenylacetyl)-L-alpha-(2-thienyl)glyrtnyl^ 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(2-thiopheneacetyl)-L-methioiunyl}-amino-7-methyI-V 
-dibenz[b,d]azepin-6-one A 

5-{N'-(2-thiopheneacetyl)-L-2-phenylglycinyl}-amino-7-methV 
6H-dibenz[b,d]azepin-6-one ^ 
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S^N'-^-thiopheneacetyO-L-te 
dittenz[b,d]azepin-6-one 

5 - { ^Np-* io P heneace o r D ^ 

dihydrOr6H-diben2[b,d]azepin-6-one 

5-{N'-(2-^opheneacetyl)-L-threoninyl}-amino-7-methyl^ 
dibenz [b , d] atep in-6-one 

5-{N'-(2-UiioplWeacetyl)-L-alpha-(2-thienyl)glycinyl}-amino-7 
dihy dro-6H-d ibenz [b , d] azep in-6-one 

5-{N , -(isovaleryl)-L^ethioninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenzfb ,d] azepin-6-one 

5-{N'-(isovaleryl)-L-2-pI^ylglycinyI}-amino-7-methyl-5J-dihydro-6H^ 
dibenz[b,d]azepin-6-one V 

5-{N'-(isovaleryl)-L-leucinyip^ino-7-methyl-5,7-dihydro-6H- 
dibenzfb , d] azepin-6-one \ 

5-{NXisovaleryl)-L-2-cyclohexylj^^ 
dibenz[b,d]azepin-6-one XL/ 

5-{N*-(isovaleryl)-L-threoninyl}-afoiiA:7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{N , -(isovaleryl)-L-alpha-(2-thienyl)glyciVl}-amino-7-me 
6H-dibenz[b,d]azepin-6-one \ 

5-{N '-(phenylacetyl)-L-methioninyl}-amino-7-methy 1-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one \ 

5-{N'-(phenylacetyl)-L-2-phe^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(phenylacetyl)-L-leucinyl}-amino-7-methyI-5 j\lihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(phenylacetyl)-L-2-cycIohexylglycinyl}-amino-7-m\Ay 
6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(phenylacetyl)-L-threoninyl}-amino-7-methyl-5 ,7-dihyWo-6H- 
*dibenz[b,d]azepin-6-one \ 

5-{N'-(phenylacetyI)-L-alpha-(2-thienyl)glycinyl}-amino-7-met% 
dihydro-6H-dibenz [b , d] azepin-6-one ; \ 



